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(57) Abstract: Fuscd-ring compounds represented by general formula [I] or the like, or pharmaceutically acceptable salts thereof; 
and hepatitis C remedies containing the compounds or salts: [I] (wherein each symbol is as defined in the description). The above 
compounds and salts exhibit an anti-HCV (hepatitis C virus) activity by virtue of their inhibitory activity against HCV polymerase, 
thus being useful as therapeutic or preventive agents for hepatitis C. 
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(6) Tffl^-^A a»6a«ilS 1 3fflO«JSl*-eBijl*ftT * «fc^ Cl-6 

3^>Ss ci-67»;m=^^^;i'^-;vS2&tJ c ci-67';i/dr;vT^ ;1= 

(7) -COOR a \ 

zctR' 1 ^ mm^tix% J^Cl-6T;i/*;i^ (fifgBj£i*©»!3o ) XfcfcT 
fB^OV-TB feji«ft 3 1 7bm 5 flfCDg^ST-Sm^ ftt * «fc l> C6-14T 'J - 
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ft c i-6t;i^;i^ ci-6T;i/*7^;i/^ -(CH 2 ) r -cooR b \ -(ch 2 ) 

r -CONR M R b \ -(CH 2 ) r -NR bl R b2 s — ( C H 2 ) r — N R bl — C O R b \ -(C 
H 2 ) r -NHS0 2 R bl s -(CH 2 ) r -OR b \ -(CH 2 ) r -SR b \ -(CH 2 ) r -S 
0 2 R bl M-(CH 2 ) r -S0 2 NR M R B o 

(8) — C 0 NR a2 R a3 s 

(9) - C( = NR a4 )NH 2 s 

i^tR'U **JK^XttzkK£«5ftift-r4o 

(10) -NHR a( \ 

(11) -OR aB > 

I^tR iS li. 7j<mH : ?X{i«m^tlT*)cfcV^Cl-6T;i/dr;va (fufB^ttOM 

bo ) 4*Htt*o 

(12) -S0 2 R a \ 

c^tR'U r^^ak ci-6r;i/^;i/ax(ici-6^;i/#;i/T^ y 

(13) -P(=0)(OR a31 ) 2 

R 7 ^ 7X^^{i«^^nT^)cl;v^Cl-6T;^^;^* (lulB^©5it)o ) 
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iCy'li, 

(l)T!B?>-:/C 1 5 M©Mtfe*T-gm^nT <fc ^ C3-8S/ 

Xfcts 

(2) 



JgA' fcfc> 

(2) /Nn^>jp^ s 

(3) «tft*ixT i b«tv>ci-6^;v^r;i'at (taia^il©* t> „ ) s Xfci\ 

(4) 7jC^* 

(1) C6-147U-;I/«n 

(2) C3-8->^P^;i/^;i/Ss 

(1)T!B401/-:7"D £>itfcm£fts 



( Ou (> )v 
S 
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(2) ti3^;v-^d frzm&nz 1 nmsm^m^&xm^nx & J; v> c6-u 

(3) T13^-^D 3CP&««n* 1 7bM 5 <@<Z>Btfe«T*fif0l£;rbT * «tt> C3-8-> 

(4) TIB^;v-rD^e,51«nS l#M5^<Dfitfeg-eBife£*i>Tfc«fc^C6-14 
7iJ-;vci-67;v^;i/^ xfciu 

!7*D : 
(a)7jc^jg^=-s 

(d)=hn^ 

(emm^tlTfc £^Cl-6r;i/*;i/g ( fflB^«©M D o ) -> 

(f) -(CH 2 ) t -COR al \ 

£CLT'R a18 ^ 

(1' MWkZtix *> «fc^cl-6:F;t/*;i/as (iftfB^il©alt>o ) s 

<3' )fuIB^;i/-rBfr&5Ii;£ft3 175M5ffl©fi!METfitfe£ft'r *>«fcl^ 

(g) -(CH 2 ) t -COOR a19 , 

iif R a "{±. mWk$ fix % X v> C i-6r;i/*;i/S( huiB^«©j1 D o) 
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Xi±HufB^;i/-7*B j&» &»«ft3 ITbmS mcDU^&X fix £l> C6-14 

t u — ;i/ c i-6T;i/ ^l/S* 3gcn*-f 5 « 

(h) -(CH 2 ) t - CONR^R^ 
C6-147'J-^ 

C6-14T u — ;i/ ci-6T;i/^r;i/Sx 

(5' ' muyfr—fB frt>m&fi% i jjm 5 momm&xmmzfix & £ v> 
(6' ' mmvji'—y'B frbM&fiz i 5 mowwk&xwmz fix * «t ^ 

^n^ci-67Vt/3r-;i/*. 

feaans i tjs 5 mcomm&xmm^fix &&\,^^vm&jxw&$fitcci 

(7' ' )BulBy;i/-7°B 1 7&M 5 <!©«m&T-gm£ tit % «fc V> 

(8" mfB^-rB^Sifcm^ l#M5fll(DgglS-??g«l£*iTfc =tv> 
C3-8^ n^;i/dr;i/Cl-67';i/^r;i/S-efe tu 

(i) -(CH 2 ) t -C( = NR a33 )NH 2 , 

ci ci -e R a33 {*. TkfUJi^sm c i-6T;i/^;i/^*^i*-r * „ 

(j)-(CH 2 ) t -OR a20 s 

(2 , )B«l*tiT<fe«kv>Cl-67';i/^;i/at (t&f33£i£©ii t) o ) x 
(3' mm$fiX& &^C2-G7n,>r-)V& (BufB^OilDo ) s 
(4' mBB^-rAfr 175M3M©a^*tr»m^nT<b «tV>C 
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(6' mm^^-^Bi^^mitn^ ljbmsmvwm&xmmzn-cb&^c 
6-ut >; -jis c i-6T;i/^;i/^ N 

(9' ' miB^-^B £>3ifcf ft3 1 5 iiCg^ST'B^^^T « £ ^ 

do" mmy^-yBfriomittiz mm^mcDmm&xmWk^tix^^ 

C3-8^^ XiT)^^r)VQ\-^T)^)VmX^> tK 
(k)-(CH 2 ) t -0-(CH 2 ) p -COR a2 \ 

ddT'R a21 i±, Cl-6^;v^;i/^^y *X(ituIB^;i/-7-B^?,31«ti§ 172rM 
5 <@£Dgm»T-»m£*lT £1^^ PiiS^fe p \± 0 Xfc* 1 75M 6 ©Htfc 

(l)-(CH 2 ) t -NR a22 R a23 s 
C£T*R a22 ;&^R a23 fc^ ^ti^M4ilU-Cx 

(1' )7j<^M^ 

(2' mmi<nxb&uci-6T)i*)im (luf3^«©Mt)o ) s 

o' mmm- 7B ^ si ferns i 5 ii©«m*T-sm^ n-c & £ ^ c 

6-14T U -;t/*s 

(4' )HulB^-rB * £ iliHS 1 75M 5 f®CDg&»T*gm£ fix & J: H C 

6-i47";-;i/Ci-67';i/^;i/^ xfct, 

W-lCHJt-NR^CO-R'^ 

iuT-R ,!9 lt tK^M^ Ci-6T;i/^;v»X{iCl-6T;v*y ^;i/*>l:^i*bs 
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B*5. 1 73 M 5 <@©gtfe»-eSife& nt % <J; ^ C 6-147- U -;i/fiXfcJ:S& 
(n)-(CH 2 )t-NHSO r R* 

^ut R a2S &. s S#l£ fix J^c 1-6t;w^;w»( HufB^»©il D o X 

BilfB^;i/-7'B 1 75 M 5 m<DWWk&T-mm$nT C6-14:P U 

-;i/SX{*mff3^-r B *» & 1 5 i©mt'Si^ tiT fc <fcV> 

(o)-(CH 2 ) t -S(0) q -R aZ5 s 
(p)-(CH 2 ) t -SO r NHR^ 

£ d t? R a26 {*.7Jci^j^^ umz fix & «t ^ c i-6r;v^;v»( tuI3^»©M t)o). 
BUH3^;i/-rB *>P>a«tt5 1 75 M 5 i®Sil£t-§%$tl7 iV> C6-14T U 

Yfci\ 

(2)Cl-6T;i/^l^>. 

(4) -(CH z ) ra -0-(CH 2 ) n -s 

WT. m&tfnfci^ ^ft^tajfe&LTs 0 Xtt 1 75£ 6 «, 

(5) -CO- s 

(6) -C0 2 -(CH z ) n -s 

(7) -CONH-(CH 2 ) n -NH-, 

(8) -NH C0 2 -> 

(9) -NHCONH- 
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(10) -O-(CH 2 ) n -CO-, 

(11) -0-(CH 2 ) n -0-s 

(12) -S0 2 -, 

(13) -(CH 2 ) m -NR al2 -(CR 2 ) n -, 

U7 U— )l/Cl-6T)l^r)V^ 
(4' )BafB^;i/-rB* t>m&n% 1 7ZrM 5 M©fig|*-eg&£;ftT * «fc V» C6- 

-km, 

c £ T- R b5 ^s tK^M^ mm^tix & J;^ C l-6T;i/^;i/S(1ufB^»oil t> o X 
mmVK-yB fr^mtetiZ 1 75M 5 i©IHStfij|^nt «fcV* C6-147 'J 

c 6- 14 r >; — ju c i -6 r ))/ * jim * m r* f & o 

(6')- CO OR 65 (R b6 ttHufB^«|CDMt)o ) x 
(7' )-S0 2 R b6 (R b5 »tufB^*©MDo ) x 

d4)-NR aiz co- (R* l2 &mm<D%.mtmv 0 ) > 

(15) -CONR» 13 -(CH 2 ) n -, 

ei c t? R ai3 &, tk^m^s ftx & .t ^ c i-67)i> *jimimmfem<Dm. d <>) 

X«buI3^;U— 7B 1 7JS 5 ffl® SjftSti/t * «t ^ C6-14 

7 y c i-6r;i/^r;v*^5ici!*-r 5 o 

(16) -CONH-CBR a14 -^ 

* J;V>C6-14TU— ;i/^S5lcl*-r-5o 

(17) -0-(CH 2 ) m -CR al5 R al6 -(CH 2 ) n -, 
CieiT*R al6 S^R al6 {ix ^ti^n^iibTs 
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(2' )#;i/#*s>;v*s 
(3')ci-6r;i/*;i/^ 

(4 5 )-OR k6 > 



(5')-NHR b7 

£ciT-R b7 «\ 7jc^il^ ci-6T;i/^;i/», ci-6^;v*^^;i/^xiiC6-l4 

M£R al5 «u 
(6') 



&»k ^eavenru sib, z #t>*w ^ m-^ u ^nfco-rfc^c 

(18) -(CH 2 ) n -NR al2 -CHR a16 - (R al2 &tf R al6 Jis ^ti^niufB^OM 

Do ) , 

(19) -NR aI7 S 0 2 - N 

::TR'"lis 7K^M^X(iCl-67';i/=3r;i/S^^ct!*-r^o 

(20) -S(O) e -(CH 2 ) m -CR al6 R al6 -(CH 2 ) n - (e(±0, lXi±2-C&tK 
R al5 ^R al6 f±s ^tl^nttilB^CDilbo ) T'&3o ] 

(15) Tf3-^ [II- 1] T^tiS (1 4) IBIEcDil-^^b^Xfi^ 
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#IB#» (14) §B®©®t)-C'$)^o ) 
(16) TBB-fl^ [II- 2] (14) Btt®ffi*aMb*fHXttClX 




=&fS^tt (14) fBtS®5it)T-fe^o ) 
(18) TAB— Jtt35 [II- 4] ( 1 4) Gtt0&&frfb£ttXiiKX 
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(5S>tU =&fB^{i (14) IB«gcD®DT*fe§o ) 

(19) R 1 , R\ R 3 MR 4 €)^ii>^<i:t)lo^ *;i/^*3/;i/«s -CO 
OR al Xli-S0 2 R" (ddT"R al St>*R a7 (* (14) IBttOattJo ) (1 

4)M(i8) <D^?tifrttm(Dm&m<b&®x\zmn±&®i*tiz*(DMo 

(2 0) R\ R\ RM 4 0^^<fc*lo^ *;i/!i?^ri/;i/3feXtt-C 

0 0R al (dc-r-R ttl tt (14) B3«<Diibo ) (i 9) lB«©IB-&aiHb'& 

(2 1) R 2 AS*;V^^r^;i/*"C*fet)s R 1 . R'&tfR^**^- 1 ?-*?** (2 0) 

(22) SCy' # s ^^D^>^;i/S, ^^P^s#5/^ats 

Xfcfc:r h^t Hn^*K5=^a6Tf»S (14) M (2 1) ©V^*w&»fcE« 

(23) 3§Cy 5 *s N i/^D^->^;i/^ i/^n'sJri/MXlii'^P^/^V 

^-e&s (2 2) ga*©ii&^'to^«5Xtt»'3*i±a ( iF«*n«*©«o 

(2 4)3SA' &s y K«J^ t^$>-;i/2£ N 

i±^u^-;v*T?»« (H) m (23) (D^-rn-fricmwivm&mfc&V!} 

(2 5) J»A' *» N U^;i/*-c*« (24) ffi*©«&^JSWb£- 

(2 6) ma' 7i-Mts§ (25) mm<DM&Mfc<&mx&mm±m 

(27) Y*p\ -(CH 2 ) m -0-(CH 2 ) n -s -NHC0 2 -, -CONH-C 
HR al4 -s -(CH 2 ) m -NR al2 -(CH 2 ) n -, - C O N R al3 -( C H 2 ) n - N -O- 
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(CH 2 ) m -CR al6 R al6 -(CH i! ) n -X»-(CH 2 ) n -NR alii -CHR al8 -(CieiT- 
#IB#{* (14) IB«©MDo ) ( 1 4) Tim (2 6) ©l^t" ftfrfcfS* 

(2 8) -(CH 2 ) m -0-(CH 2 ) n -X»-0-(CH 2 ) m -CR al6 R al6 - 
(CH 2 ) n - (^d-e=&I3-§-{i (14) I3«8®ilbo ) (2 7) IHtt<Z)fi£- 

(2 9) YtiK -(CH 2 ) m -0-(CH 2 ) n - (d £T'«Hffcfc (14) ta«8©M 
Do ) T*&£ (2 8) fBtt©M^'fti^X{i^±l^^tb^«cD^o 
(3 0)R ! i)S*M*^H^!)s R\ R 3 »tf R 4 ^**^- 1 ?^ * t) s y ' 

7s-^T?*J (14) (2 9) ©V'v-rti**fcffltt©l6^3»^b'&4»XttK 

(3 1) 2 - [4 - (3-^0*71;^^) 7xz;i/] - 1 -t/^D^s^ri/;i/ 
^>y-f ^ 5 - *;i/^>»xf-;n^r;v (£16091) n 

2- [4- (3-7*Pt7i7^f^) 7i-M - 1 -^^CJ^dr5y;i/^>^ 

>f 3; W-ju- 5 -2i;v>l*>R (5ISB0I2) % 

2- [4- (2-7*P ; E-5-^np^>^t^» -l—>£ 
nA*S'M>i/'f 5. 5 -fcjl/jtfl/lfcx^Wn;*^;!/ (£JfB0"J4) > 

2- {4- [2— (4-70D7i^V) -5-^PD^>yM^>] 7x 

;i/ (^»J5) , 

2- {4- [2- (4-^DP7i-;b) -5-^PP^>f;i/tJrM 7 * 
- 1 -l/tru^i/fr^y^^ 3 5 (^JS0!l 6 ) N 

2- [4- ( 2 -^Bt- 5 h^^^>S?;V^-^^) 7x-^] - 1 
^n^s^i/^W-f KPV— 5 -*;i/*f>^j:^;i/ccx^;i/ (£Jte0!l7K 
2 - {4- [2 - (4-^BP7x-;v) - 5 - ^ h ^^>^>^;i/^=3r^] 7 
- l -$/^n^^;w*>vM 3. y^J— )]/- 5 
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2 - {4 - [2 - (4-^DP7x^) - 5 h^r->^>^;i/^-=3r^] 7 

1- i / 2u^*i/)V-2- {4- [ (E) -2-7i-jl/t-M 7xr;W 
'O^/^ ^ - 5 - *^>ixf;vxxf ;i/ (HJiB^JlO) , 

1 u^^i/fl/- 2 - {4- [ (E) -2-7 ni-;i/tf— ;v] 7 i-M 
^W>f ^ 5 (^HE0i l l ) , 

2- (4-^>^m7ix;i/) - 1 -e/^n^>^-;v^>\/-Y 
)i- 5 -*;i/#>Bl (HSfB^J 12), 

2- (4-^>W#i/7i^;i/) - 1 -^n^i/^-jwovf-f ^4*V— 
5 -jbTMWJ- S K (XJkffl 13), 

y-f s*V~;i/ (HJS^Ji 4) , 
2- (4 -^>^;i/^-^r^^^— ;i/) - 1 ni^f-jvoVj 3.^/— 

7b- 5 b^^A (»J1 5) , 

1 — >^ D^dp^>;i/- 2 - {4- [ {4- (4-7Mo7i_^) - 2 
5 -WJM h3^>] 7i_;H ^ovM" 5 -#71^ 

>|x^M7^ (HJig^Jl 6) , 

1 D^^rS/;!/- 2 - {4- [ {4- (4-7;i/tn7ix;i/) -2-* 

1 n^dpsy;i/- 2 - (2-7JWD-4-tFD^i/7i^) 

2- {4- (3-^;i/^-P7 3ixi;i/) p( h=3f^] - 2-7MD7ix 

(HWJ 19), 

2- {4- [tr* (3-77V^-U7 3ixi;V) ^ h^r^] - 2-7^D7ix 

7b> - 1 -*/2u^**/)\s'<>v<i x yv—ji-s -i3))y^>m (mmm2 ok 

1 -i/^d^V^JV- 2 - (4-xhD7ix;V) 5 ;] / _ 5 _ 
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2- (4-7U7i-jv) - l ^ W— )V- 5 - 

2- (4-^>^-r;i/^^y7^^;v) -i-^^D^fM>v^^; 
— )v- 5 -*;i/^>^cc^;i/^^^;i/ (HSfc#l2 3) N 

2- y ?:c-;iO - l -i/Z wof-frso^J'f ^ 

5 (fl»J2 4) s 

2- {4- [3 - (3-^DP7i-iV) ^y^] 7 m - 1 - i/ ^ 

p^:*->;i/^>vr>f ^ )]/- 5 (^»J2 5 ) N 

2- {4- [3- (3-^OP7i-;i/) 7iy^>] - 1 — > ^ 

D^^l^W'f ;i/-5-*/M*>M (mMM2 6) s 

2- [4- ( 3 -T-fe h=^r^>7 ni-;i/^^-->) 7 3i - l p^3t>> 

! ->>^p/\^>;u- 2 - [4- (3-fc h* d *i/ 7 7*=.))/] 
$*V-;i/- 5 -^l/^^x^;^*^;!/ (H«i^J2 8) , 

1 - J/^D^s^r^;i/- 2 - {4- [3 - (4-KU^;Vp< b*^) 7 
2 9), 

1 -i/^D^i/;!/- 2 - {4- [3- b3^» 7i-M 

dr^>] y^-)v} ^W>f s. W—))/- 5 (^»J3 0) N 
2- (4-^>^l/^i/7i-iV) - 1 -S/^ D^>fM> , /'f 5. 

)i mmm 3D, 

2- (4-^>^M+^7i-M - 1 -^^D^>^;i/^>\/-r 

5 (HWJ3 2) , 
2- (4-^>^^^7ir;i/) - 1 -Sy^D^.>^;i/-N, N-S^?- 
^W-r 5 -*;i^^^r^^ F (H»J3 3) , 

2- (4-^>^ : 'ri'7xx;i/) - 1 D^>^;i/-N-p< h- =^>- 

N-p<^;i/^>^^ 5 -*;i/^^ri^^ K (^»J3 4) N 

2- (4-^>W + > >7i-jl/) - 1 -i/^P^>3^;i/- 5 - (1-tF 
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d*^- i 3^?-)),) sovj (mt&W3 5) > 

>V4 zyv-ji (mmm3 6) s 

w^xfjp) ^w>r 5 -*;i/5tf h* (Hid 

01 3 7 ) , 

(HWJ3 8) , 

^ w-jv m.m& mmm 39), 
^;i/^>y-f ^#v— {mum* 0) N 

2- (4-^>^1/^>7j-;i^) - 1 n^>^-;i/- 5 &>xji> 
ft-j],7$ y^W-T S*V— ;i> (HH^J4 1) \ 

5-^;i'7 7 ; E'f;i/-2- (4-^>i;;m$/7i-;i/) - 1 d-^> 
S*V— ;i> (^»J4 2) N 

2- [4 - (4-tert-7fM>^l/^J/) 7i-)l/] -1-i^P 
^>^-;i'^>V r -T ^ — )V- 5 (SISte#!l4 3) . 

2- [4- (4-*;i/^=¥^^>^;i/^-^ri/) y - 1 -i/^ d^>^ 

;K>7>f 5 (H*te0!l4 4) , 

2- [4- (4-^7DP^>^;U7|-^r->) 7 x-;i/] - l -^p^o^;^ 
5*V— 5 -ii)^>WL (H»J4 5) s 

2- {4- [ (2-^DD-5-?-x-jV) p< b^>] - l-l/f 

woT-jwoyj ^ 5 (*»J4 6) s 

1 -^^7 P^>^-;i/- 2 - [4- (4-h'J7MD^?M>^^i/) 

7i-jv] ^w-f ;v- 5 (H»J4 7) „ 

l-i/7D^>f;v-2- [4- (4-p< b^ri/^>^;b^-^ri/) 7 x— 

1 —>?p^>^-;w- 2 - [4- (4-t?'J^;i/* h*>>) 7xr;i/]^>v 
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1 -*/?v^>3-)l- 2 - [4 - ( 4 - ^fMVi'Jl/^^) ^ i ^ 
>y>f 5 (§H;Sfc0iJ5 0) . 

1 - >>^d^>^;p- 2 - {4- [ (3, 5-^^f;v-4-^vt^^'j 

l -i/pwo^ji- 2 - (4-bFo^i/7i-;v) ^>y-f^#V— 

5 -^)i^>m (mnms 2) s 

[2- (4-^>y;W*i/7i=ji/) - l —>^P^>?-;i^>\/-r ^ *v 
5-^;b] (H»!I5 3) N 

2- [4- ( 2 -^DD^>^;i/3l-^ri/) ? ^— ;H - 1 -S/^P^>^;i/^ 
^ 5 -*;i/^>^ (H»J5 4) , 

2- [4- (3-^pn^>^;i'^^) 7i-;H - l -i/^p^>^-;i/^. 

2 _ (4 -^>^;i/s}-^->7ni-;i/) - 3 -^^P^>^;v^>^-r ^ try— 
)l- 5 (^JIB^ 56) , 

2- [4- (^<>-if :7ai-;i/] - l ->>^ p^>^;u^ 
^ 5 -KfrXyWt mMffl5 7) \ 

1 - i/? P^.>5=-;V- 2 - [4- (3, 5-y^DP7i-JWM-^7? 
y) soVj *frV—)\,-5-jb»#>m (mmm5 8) , 

2 -{4- [ (4-^do7i-^) ^ y ] 

p^>^-;i/^>^-f 5 (*«|J5 9) s 

2-{4-[(4-ter t -7*)\s7 ti)V^-JVT $. J ] 7 

- i ->>^p^>5f-;i/^>^ ^*V-;i>- 5 -#;i/*>i* (IOfe0»J6 0) N 
2- {4- [ (4-s<>vji>***/7 -tifrtf-jiTS, y] 7 

- l -^p^.^;^:^./-* ;t/- 5 -#;i^>^ (HWJ6 l) N 

trans-4 - [2 - (4-^>^W^>7 - 5 - 2>;i/^3r^ 

W-r ^#v— i ->r ;H ^?p^*-9->- i ;i> (^&s#ij6 2K 

trans-1- [2 - (4-^>^*^7i-;i/) - 5 
>VM" S*V— 1 ->f;i/] -4-p< h^^^^P-\^r^> (^WJ6 3) > 
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;^>y-f * ^v-^- 5 —tofrifii/te (mmme 5) „ 

*-;wovr>f )v- 5 (£Jfe#l6 6) N 

1— >#n^>?-;]/-2- [4- (3, 5-y^nD^>i;;i/^) 

;v] ^>^-f ^\/-;i>-5 mmme 7) , 

1 -*y>? p^>^;v- 2 - [4- (3, 4-^^Dn^>i?M^» 7i- 

;io ^ )v~ 5 (mmms 8) „ 

l d^->^;v- 2 - [4- (7 ^ — jvjbjwve-oi/T^ ;) 
^v^-Y ^ 5 (HSfetfU 69), 

1 - i^ p^>^;v- 2 - [4- h^r>>) 73i^;v] ^>\7^r 

trans-l - [2 - (4-^>m^i/7ir;i/) - 5 -J] JV^**/^ 
;v- 1 — f;i/] -4-tert-7"?;^>7nA^> (MMM 

7 2), 

2- (4 - ^>i^M^>7i^l/) - 5 h^>- 1 — >:7P 

^>^-;i^W-r ^ try—))/ (mnM7 3) „ 

2- (4-^>^l/7U7i^V) - 1 -S/Ptt'OZ-JV'OVj 5. 

2- [4- (N-^>-fe*>^;v^^;v-N-^^;i/T^y ) 7i=M - l - 

2- [4- (N-^>^-N-^^;t/7^y) 7i-;i/] -i-^^p^> 
^wovf'f * a*v— 5 -*;i/5^>^ (H»J 7 6), 

l-*sZu^**/)V-2 - (4-7iT^7xr;i/) ^>vr^#V— ;v- 
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5 mnmi 8) , 

2- ( 1 -^W>f ;i/-4-tf^D - 1 —>^D^.>5f-;i/^>\^ ^ 

5 -*;i/st?>» (H»J7 9) „ 
l-*/?u^>3-)\/-2- [1- (p- - 4 - t^'J 
^>\/>f $*V-;]/-5-*;M*>K (H»J8 0) , 

1- i/^DA^r>>;i/-2- [4- (3, 5-^?aD^>i?M^) 7 
^>V-f 5 (H»J8 1) s 

1 — >^ n^\^ri/;i/- 2 - [4- W7x.—)l>* b=^>) 7:n-;i/] 
^ 5 -jb;i/#>» (gjfgftl 8 2), 

1 P^^>;V- 2 - [4 - (3, 5-^-tert -^^JV^OVJl^r 

^>v^ 5 (H»J8 3) „ 

2- (4 -l- (4 p^^->;v) 

1 —>^n^^>;i/- 2 - {4- [2- (2-^7^;v) ^h^>] 
^>y-f ^ 5 8 5 ) N 

l-i/?n^*c*/)),-2- [4- ( * h^i/7xx;H 

- 5 -ji;is-tf>m (mmms e ) N 

1 - i/? d^n^t^a- 2 - [4- y ) ^ x-;i/] s<>y<<( * 

5 -pb;i/5}?>M (^»J8 7) , 

2- [4- (2-K7i-iJJM h*^) 7i_;i/] - 1 -i/i'D^^K 

>\z-f 5 —*j)i#>m mmm8 8) N 

)i- 5 (^J!i0y 8 9), 

1 2 - [4- (SJ'OS^M b3f*>) 7i-Jl/] ^>\Z-f 

5 5 -*;i/^>^ (HJ£#iJ9 0) , 

2- (4 -^.>y-r;i/^ h*is7 - 1 -S/^n-^S/^wovT-f ^ 9 

2- (4 1 - M^y-)],) - 1 -i/^DAdf-i/;i/A>^^ ^ ? 
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1 2 - [4- (3, 3 -S?7ir;i/7'D^V^i/) 7i 

^>y-<^^;-;i/-5-AM>ig (H5S0II9 3) % 
2- [4- (3-^DD- 6 -7^-;i/^>^;u^-^ri/) 7xr;i/] - 1 

^D^^r^;i/^>y>r ^ jrv—ju- 5 -*;i/3tf>K (H»J9 4) „ 
2- (4 -^>^;i/^-^$/tf^'j i?y ) - l -t/^tt^^-t/jv^o^^ 3. 

1 -j/^n'N^i/;!/- 2 - {4- [2- (7^y^->) ^h^^>] 

1 ->>^d^n^^;i/- 2 - [4- (3 -7^^;i/7°D^;i/^-^^) 7i-M 
zyv—A'- 5 (11111019 7) % 

1 - *>^n^^^;i/- 2 - [4- ( 5 -? ^.-jv^is?-)],***/) ? ^— ;v] 

5 (f*US0>J9 8) N 

2- ( 3 - ^>i;;i/t#i/ - 5 - -f vt^i)-y >J;v) - l -s^d^^;^ 
>y>f $jrv—)b- 5 (&fife04 9 9) s 

*v-;i/- 5 (mmm 100), 

1 -i/7W\*t/)V- 2~{4-[2-(3,4,5-MJ^ F^^7xrjV) 

2- (4 -^>^;i/^-^r^7^-;i/) - l- (4, 4 -SM^-;i/-># p^3^> 

^>y-r 5 (mmm 102), 

1 -*/*7w\*(-$/ju- 2 - {4- [2- (l-i-y^jv) ^h^^] 
^W-f 3^\/-;i/-5 (H«<ll 0 3) s 

2- [4- (2 -^y^fr**^? -1— >^d^^> 
;i/^>y-f ^*V— 5 -#;i/tf>^ (HJfgfll 10 4). 

2- [4- (3-^>^l/^^7iy^^» 7 i -1-i/^D^.dp^ 

;i/^>\/-f 3*V— 5 (HM10 5) % 

1 2 - [4 - (2 -fc h'D^r^^oiy^i/) ^ 

5-*;i/^>^ (H»J 1 0 6) s 
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1 n^5>;i/- 2 - [4- (3-b Kn^ri/7iy^S/) ? m ^ 

>v>r $*v— ;v- 5 -•b)\s#>m imt&m i o 7) , 
v^-r 5 -*;w*>k mmmi o 8) , 

! _s >;j7 D ^dpi/;i/- 2 - [4- (3-^ h^7j;*^) ^> 
\ZW 5*V— 5 (HJSB0O1 0 9), 

1 -5/£ D^dps/;i/- 2 - [4- ( 2 -7*p#3^>7 ?3L=. ^ 

s*v-;i/- 5 lio), 

ysjj * try-)},- 5 - * )v&>m (mnmi in, 

1 P^s^r$/;i/- 2 - {4- [2- ( 3 2 -7^ 

7x^;i/} ^>y^f ^yy-^- 5 -fi)^ym mum l l 2) , 

1 2 - {4- [3- ( 3 -*=f-)V- 2 -7~y"-}l**^) 

•7x.;*i/^ =• ^\/-;v- 5 >^ (HJSfll 1 1 3) s 

l-^>7DA^i/;V-2- [4- ( 2 ->f V^->^;i/^-=3r^7 x.J =*r>>) 7^ 
^>i/>f ^*V-;i/-5-;fc;i/#>^ (HWl^l 1 14) , 

1 P'v^rSWl'- 2 - [4- (3-fV^>fM^>7i;^» 7^ 

-;v] ^ PV—fr- 5 -*;v#>gg (Hffiftl 115), 

{4 - [2 - (10, 1 1 -^t h*P- 5 H-i^ 
W [b, f ] 7W>- 5 --f ;W xh^i/] ^>v/-f =• #V-;i/ 

- 5 116), 

l -s/^ p^wi/- 2 - {4- [2- (4-h'J7;Hn^^V7i-,/i/) 

7) , 

2 - {4 - [t^ (4-7DP7izjV) ^ h^rS/] 7 - l-ispU 

's*5/;wc W>f ^ yv—JU- 5 -*;i/^>^ (I^Sf&ftl 118), 

1 -->^p^^ri/;V- 2 - {4- [2- (4-* h^r^7i-;i/) :nh=^>] 
7 3i^M ^>vT>r 5 *V-;i/- 5 (HJB^Jl 19), 

1 -*strxi^*i/fr- 2 - {4- [2- (2-^ h^<>7i^) cnb*^] 
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7x^m ^>>;>f 5 -tDv^m. mvmi 20), 

1 — >£p^*/;i/- 2 - {4 - [2 - (3-^ h^r->7^-;V) j:h^>>] 
7 ^>y-r ^*V— ;u- 5 (H»J 12 1), 

2- (4-^>yW^>7i^l/) - 1 - ^ d a>7^;^ > ^ ^ ^ 
;i/-5-*M>i (WJ122) s 

1 — p^^>;i/- 2 - [4- (2 -7 x.*?-)V***/7 7xz 

1 - >>^ p^n^$/;i/- 2 - [4- (3-7iW^>7i;^» 7xz 

71.] ^^y-;v-5 -%j)/#>m mmmi 2 4) , 

1 P^s^^;b- 2 - [4- (2, 2 ^71/ :n h^i/) 7 x.~7V] 

"<>\/-f ^^y— ;i/-5 -#;i^>i? (nwji 25), 

2- ( 4 ^ -1- ( 3 

k ?^-)\>- 5 -jn»#>m mmm 1 2 6 ) , 

cis-l - [2 - (4-^>i?;i'^-^-->^i-;i/) - 5 

■i 1 --r;i/] -4-7)v*n*st7v^*y-> (hwji 27), 

1 -i/^u^i/j]/- 2- [4- (2-7xydr^7x7^^) ^^n;u] ^ 
>V-f ^ *V-\fl/- 5 (li»J 12 8), 

1 p^sdri/;i/- 2 - [4- (3-7x7^>7i7^» 7x-iH 

>\7^f ^^-7l/-5-*7l/tf>^ 12 9), 

2- {4- [ (2R) -2-'<>i?)l<*3ri'tUltf-)] / T$7-2-7^=.Jl> 

« ownm 30), 

1 -^p^S/71/- 2 - {2 -7)V7tu- 4- [2- (4-bij7JVtn^ 
^7I/7i^7I/) 'OitJUttl'] 7^-JV} 4 X fTV~)\s- 5 - *7l/^> 

a (fi»j i3i), 

2- [4- (4 -^>^m^7xy^^) 7x-;H -l-^P^S/ 
7V^>^-f ^*V— ;i/-5-*;i/#>» (HWJl 3 2), 

2 - {4 - [tT^ (4-^^71-7^^71/) ^ h*^] 7x.-)\s} - 1 -i^P 
^#$/;w<>v^ ^#V-7i/- 5 -*;V5i?>a (»J13 3) , 
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2 - {4 - [bf* (4 -7to*U7 ^=-to) h**>] 7 x.—to} -\-*/>7 

D-\^r^;i/^>^>f ^*v-;i>- 5 -%j]/#>m (mmmi 34), 

1 -i/7P^**>Jl- 6 h^r^- 2 - [4- ( 3 -7ai^;i/^D^dr^) 

^^y-;v-5-*;v^>^ (mmmi 35), 

1 — >;7 D^3r>>7l/- 6-th*P^r^>-2-[4-( 3 - 7 zl-)\,7°U 
7x-;i/] 5. W-to- 5 -?jtotf>M (mMMl 3 6), 

1 -^^PaJt<>;v- 6 2 - [4- (3-7i-;V7D!j5^» 7 

^>^>f =• ?V—to- 5 13 7), 

2- {4- [2- ( 2 -x>^;i/^-^r^7x-;i/) a.b*>>] -1 



2 - {4 - [2 - (S-^V^^^-^ri/v'x^) ;xh^>] 7 ^-to} -1 
- 5/^ D^dr5/;i/^>^>r ^ try—to- 5 -*;HJ?>K (^Ste^iJ 139) s 
2- [4- (2 -1itoiR*i'**to**i/7 *S 7 *—to] -\-i/7 



2- [4- {Z-iito^iy^^-toiS-^^7 7 *—to~\ - \-%/7 

u^^to^>y-( ^yy-to-5-jJto#>m mmmi 41), 

2- {4- [3-^DP-6 - (4-^)P7i-;b) ^>S^;i/*#S/] 7x 

- l-S/^n^*s/;v^>V>f 5 -i3totf>m. (mnm 1 4 

2) , 

2 - {4- [3-^PD-6 - (4-p< b*i/7 x.-)l) '<>i?to**i'] 7 

x.-to} - 1 -isru^s/to^yyj <w-to- 5 (§Sifi0ii 

4 3) s 

1 - >>^p^n^>;1/- 2 - {2 -**f-to-4 - [2- (4-h'J7;i/tD^f 

;i/7i-;H s<>yto**i/~\ 7 x-;i/} ^w—to- 5 - fttotf>m 

(mmm 1 4 4 ) % 

2- {4- [2- (4-tert-7^7i-;i/) -5-7PP^>W 
jfeft 1 4 5 ) , 

2- {4- (3-7nD-6-7i^K>W*^) -2-7;i/tD7i 
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6) , 

2 - {4 - [3-^dp-6 - (3, 5 - y ^ d d 7 
147) s 

2- {4- [hr* (4-7WD7x-^) b=^>] - 2-7MP7xz 
M- l-^^n^^i/^^v^-f 5 -*;v#>»(SSlte0!ll 48), 

2- {4- (4-^.>^;i/^-^^>7i^^r$/) - 2-?DD7i^} - 1 - 

^^D-N=3r^;p^>y>r s*v-;i/- 5 mmmi 49) , 

2- {4- (4-^>^;^^^7xy*^) -2-h l J7MP^^l/7x 

-;u> - 1 -s/^n^s^wsw-f 5 (»J 1 5 

0) , 

2 - {4 - [3-7DO-6- (2-F'J7WP^f;i'7x-;i/) 
(B&flfifll 15 1), 

2- {4- [ ( 2 R) - 2-7^7-2-7x^l/xh^ri/] -1 
-^P^swi^W-r ^ 5 -*;i/#>R (£££09 15 2), 

2- [4- ( 2 - ¥7*- 7x^] - 1 ->>^D-v^i/;i/^> 

5*V— 5 15 3), 

2- [4- (3-t7xniJM^i/) - 1 -$/^rr^S/;i/^> 

s*v— 5 - ij)\y^ym. (mrnmi 54), 

2 - {4 - [2 - { (1-t e r t -^h^r^iJ^—^-4-\f^VPJV) 

5 -*)]s-$>m (mmmi 55), 

2 - {4 - [3 - { (1-t ert-7'h^i/AJ^-;i/-4-^U^) 
;*b=^» 7^y^^>] - 1 -$/£o-'v^;w*>\/-r s^V— ;v- 

5 (HB^J 15 6), 

2 - {4 - [3-7DD-6 - (3, 4, 5-hU^ h =^>:7 i~;i,) 
;i/^-^^>] - 1 D^jfr^wtW-f * <PV— 5 -tuvtfy 

41 



WO 01/47883 PCT7JP00/09181 

wt mmm 157), 

2- {4- [2- (2 -C7x=U^) ach=^>] 7irM - 1 -i/^PA 

*^;i^W>r s*V— 5 -#;i/tf?>^ (iWJi 5 8) % 

2- [4- ( 2 - E7 x^U;P^< b^r^) 7xzjl/] -l-i/^DA^>;^ 

s*V— ;]/-5-#;i/#>® 5 9), 

! -j/^p^#5/;p - 2 - {4 - [2 - (4-fcT^U i?;Vp< 

*/] 7izm ^<>y-f $.w-)i-5—t)jm>m mmm (mmmi e o) , 

l -j/^p^wi/- 2 - {4- [3- (4 -tr^<; 

i/] 7ir;n ^<>^ $w-)\s- 5-*fr#>M mmm (mmm hd\ 

2- {4- [ (2R) - 2 -T-fe^UrS y - 2 - 7x^l/x h*^] 7 

M- l -i/Z p^^/woy* ^ *V— 5 l 6 2). 

1 -t/^n^s^rS/;i/- 2 - {4- [3- ( 4 3 -^>^— ;V^^r^>) 

7i;^] ^*v-;v- 5 (ggjtsfti 163), 

1 - ^^p^s^S/;u- 2 - {4- [3- ( 3 3 -7^ 
7i;^>] ^>y^r 5 (HJtg^J 16 4), 

2- {4-[{(2S)-l -sOVJV- 2-KDU ^ h3^>] 7x 

- l -^^o^j/;^>y^ 5 mmm (H 

1W16 5), 

2- {4- [3-7DO-6 - (4-^W7i-il/) ^>^;i/^-^ri/] 
16 6), 

2- {4- [3-7DD-6 - (4-^^>^M-;V7i^) 
+i/]7i-M- 1 —>^n^=^>;i/^>y^ ^*V-;i/-5 -pb;b^v^(H 
WJ 1 6 7 ) , 

2- {4- [3-7DD-6 - (2-^:n-;]/) /*>s>;i/ 7 *.~)\,} 
- l->>i7U^>>)V^>^^ K try— ft/- 5 -%)Vi$>m (ili 16 8), 

2- {4- [3-7DD-6 - (3-^DD7i-JV) ^>i?;i/^-=¥->] 7 x 
-M - 1 - ^>7 n^i/M>y^f 5 - A;^>i (H»J 1 6 

9) , 
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2 - {4 - [3-^dd-6 - O-K'J W 71/ 
- 1 -i/Zu^S/JV^VJ KtrV—JU- 5 mti&M 170), 

2- {4- [3-^dd-6 - (4-7MD7x-;i/) ^>^;i/^-^^] ^ 

7 1), 

2- [4- (4-^ymi'7i;^» - 3-7Mn7i-;H -1 

2- [4- (2-7n ; E-5-^Dn^W^» -1-5/^ 
D^^^;i/^>^-f 5. yy— ;u- 5-*;i/^>^ (HJfBtfdl 73), 

2- {4- [3-7DD-6 - 7i-^) ^>^;V^-^r^>] -2 

m (mmm 174), 

2 - {4 - [2 - { ( 1 -T-fe^;i/-4- t;^i; ^ 7^y^->] 

17 5), 

2- {4- [3 - { ( 1 -r-fe^-;v-4-K^«; s>7i/) ^ 7^yjf-i>] 
7i-;i/} - 1 - j/^n^wi/^^'f S^V— 5 (I^B^J 
17 6), 

1 -i/^ p^^ri/;V- 2 - {4 - [3 - (2-7°n t:^71/^-^r^) 7i;^>] 

y^-)v} so^j 5 -±>fr#>m. (mmmi 77), 

1 - J/^P^v^V7V- 2 - {4- [3- (3-Ki;y;M h^>) 7i7^>] 
7x^71/} i>vr-f ^^y-;v-5-*;V5t?vK 7 8), 

2- (4-^>^71/^"=¥^- 2 h=¥^7x^7l/) - 1 - i/# P^3r^7l"< 
W-f S*V— 7U- 5-*7l/sK>^ (HJfBfll 17 9), 

2 - [4 - (2 -ynt- 5 bapi/^vi^i/^^) 7xr;v] - i -> 

^P^^WOVJ-f 5. 7V - 5 -*7V^>^ 1 8 0 ) , 

2- [4- (*7l/^=^^^7x-71/^ h3^>) 7x-7l/] - 1 P^J/ 

7W<>\/-f ^**V— 71/- 5 -#71/#>® (HJ&tfiJl 8 1), 

2- {4- [2- (4-7DD7ir;v) - 5 - — h P^>S77l/;fr3^>] 7 oc 
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2) , 

2- {4- [3 -n>7-)]/T$. S - 6 - (4 -^DP7x^;i/) 

mm i 8 3 ) ^ 

2- {4- [2- (4-i)J^>7x-iP) -S-^PP^^W^] 
184), 

2-{4-[{(2S)-l -^>^;i/^i-^.->*;i/5K-;i/- 2 -trn u s>-M 

s mum 18 5), 

2- {2-^DD-4- [2- (4-h'j7^D^^7i-;i/) 
(WJ 18 6), 

l — p^3^>;i/- 2 - {4- [3 - ( 2 -try h3^>) 7x;^>] 
^>\/-f $*V-/p- 5 -it])i#>m (.mt&mi 8 7), 

2- {4- [2- (4-^DD7x-;i/) - 5 -7)V*WOP)V*3rSs] 7 
8 8) \ 

2- {4- [3 -#;i/tf3^>- 6 - (4-^DD7x^) ^<>i?;i/^-^->] 

18 9), 

2- {4- [3 -^W^-f 6 - (4 -^PD7xzjV) ^>^;b:*J-^>] 

19 0), 

1 -i/tu^i/fr^- 2 - {4- [2 - (SM^fcjW^-f h=^>) 7 

i/^ri/] !7:r-;i,} ^ > 3. ^J-)V - 5 - * )VK >« (§IS(S0!| 1 9 1), 

1 -^^D^\^r->;i/- 2 - {4 - [ 2 - ( tr^-U y y *;i/sj?— h^>) 7 
i7^i/] 7x_jl/} ^>v^ 5 >g? (Hm^l 9 2), 
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2-{4-[{(2S) - 1 --O-ii >X)l*-)V- 2 -fcTD US>-;i/} * h 
»J 1 9 3 ) , 

2- {4- [ { (2S) - 1 -^>y^;i/- 2-t:n U^-M ^ h^>] 7 
3i - l -s^P^s^i^W^f XW— 5 (H»J l 

9 4) , 

2- {4- [2- (4-AMf>f^7j^) -5-^dp^>^W^>] 

7i^m - 1 -s^d^*S';i^>v^ ^ 5 -ti)vit>w. (mmm 



1 -S^P^S^- 2 - {4- [3- (Pt^JU-bJl^^J h^cis) y 
^y>J4 ^#V-;i/- 5 (^ttiftl l 9 6). 



^3^>] 5 -£;i^>^ (H^J 1 9 7) , 

1 -S^p^S^- 2 - {4- [3- { ( 1 -p<^>^;i/*-;i/-4-fcr^ 
»JSW ^ h^i/} 7i;^>] **.»J4 $y s J— 5 

& 19 8), 

1 - s^P^^s^i/- 2 - {4- [ {2-p<^;i/-5- (4-7pd7i-^) 
-4 U;^} ^ h^>] 7rc-;i/} * 5 -*7l/^> 

IK (fUlBW 1 9 9 ) n 

2- {4- [3- (3-7 0D^yw^» 71/} -1 



2- {4- [3- (4 -truu^yt?)],-**^) 7i;^>] 7 -l 



y^-jvy ^>v;-r ^i/-^- 5 (»^J2 02), 

1 -S/^D^dpi/;i/- 2-{4-[{(2S)-l-(4-- hD7xr;v) 
- 2 - trn gy^} ^ h^>] 7i-M 5 ^V— 5 

K («$]2 0 3), 

1 -S^D's* 2 - {4- [ { (2S) - l-7i-;i/- us? 



19 5), 



-2 - {4 - [3 - (tr^u s> ./*;!/ h*^) 7 




$*V-;i>-5-*;i/#>K (£tti$l2 0 0), 
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-M *h*t/i s<>v>( $w—)\,-5-jnfrtf>m mmm m 

mm 2 o 4 ) , 

2- {4- [ { (2S) -1- (4-7t^7U7zr;i/) - 2- tP'J 

•b)v-#>m {mmm2 o 5) , 

2 - {4 - [ {5 - (4-7DD7i^) - 2 -^^-;v-4 

^b^r->] - i -^^ p^swi/^w^f ^ try— JV- 5 -*;vjJ?> 

k mmm 2 0 6 ) N 

2- {4- [tr^ (3-7;i/tD7x^) ^ h^>] - 1-$/^ 

n^^->;i/^>y-r ^*V-;i/- 5 -*;i/#>gi (£16012 o 7 ) N 

1 -i/^n^dp^;i/- 2 - {4- [2- (4-70D7z_;v) - 3 h n 

8) s 

1 -is#u^*i/)l- 2 - {4- [3- (4-^ h^t KDt^v^;b^-^>>) 
7i7^i/] 7 x. =■))/} KfrV—fr-S-tDVft^n ($mm2 0 9), 

1 - i/^D^\^r^;i/- 2 - {4- [3- (4-h'J7Mn^f;K>^M 

1 0) N 

1 -i/?u^*i/))/- 2 - {4- [3- { ^ 

2 11), 

2- {4- [3- (4-tert-7"^bA>y;U^i/) 7 x y * ^ ] 37 x 
- 1 -i/pv^i/jvoyj $yy— )V- 5 -jtj;\,-tf>M (H»J21 

2) s 

2 - {4 - [3 - (2-^7PD^>i?;U3|-dr->) 7^y^^>] 7x~;i/} -1 
— >^n^^>;i/^>^ 5 -*;i>sK>Bt (HJSWI213) , 

1 -S/^p^df 2 - {4- [3- (3-tr'J^;i/) :7x>>3^>] ;? x - 
;v} ^>y>r s. try— )l- 5 (HJS0IJ2 14) s 

2 - {4 - [3 - (4-7DD7x-jl/) 7i7^>] 7 x.-;i/} - 1 - £ 
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D^^Jl/^W^ S*V-;i/- 5 -*;i/Ji?>» (HJS0IJ2 15) , 

1 — >^P'\^>;i/- 2 - {4- [3- (4-/ 1/7 7*7**/] 

5 -xjvr^m (mrnm2 16), 

1 - is? W\3rt/Jl- 2 - {4- [ {4- (4-^^>7M-;V7irjl/) 

- 2 5 -^7^'J;H * h=¥^>] 7 tW-f * ^v — ;v- 5 

(£%$J2 17), 

2 - {4 - [ {4 - (4-^DP7irji/) -2-^^l/-5-5 L 7\/'j;i'} 

m (mmm2 1 8) s 

2 - {4 - [1- (4-^DD^>^) - 3 -hf^'j ^;i/^-^r^] ? 

- l -5/*n^*3/;w<>vr>f ^*V-;i/- 5 (HJ|g0g2 19), 
1 -i/^P-\^^>;i/- 2 - {4- [3- { (2-^f;i/-4-f7yj;i/) * 

2 2 0), 

1 — >^p-,3r>>;i/- 2 - {4- [3- { (2, 4-^^^;P-5-^T^U 
MM2 2 1) , 

1- $/*D^5/;i/- 2- {4- [3- (3, 5 -i?^pn7i-Jb) 
3^>] 7i^ji/} ^>V-f ^ try—)),- 5 -5b;vjtf>K (HJtetfiJ 2 2 2 ) , 

2- {4 - [1- (4-7D0^>^) - 4-tAiJi?;^*^] 7x-;i/} 

- l -s^p^^w^W^ 5 -*;i/!t?>K (^»J2 2 3), 

2 - {4 - [3 - (4 -*nn^>y;i/;*-3F-» tr^us*^] -1 
-S/^P^^I/^W-f $*V— 5 (H»J2 2 4), 

2- {4- [4-*/w**-f;v-2- (4-7oo7xr;i/) ^>s;;v^-^r^] 
- 1 - i/^n^WKy^-f 5 - AM>i (HHE09 

2 2 5 ), 

2- {4- [4- (4 tf^-U^y] 7*—)]/} -1 

->>7P-^>;i^>\/>r $ ;)/-5 {mMM2 2 6), 
2 - {4 - [3 - { (2-i?nn-4-tiJ^) * b3^» 7i;^] 7 
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2 7), 

2 - {4 - [ { (2S) -1- (4-^^^W;W^-f;i/7i^V) -2- 

- 5 (HJI60!|2 2 8) , 

2- {4- [2- (4-^PP7x^) -5-i|>*J/j3M-M>^ 

(mmm2 2 9) , 

1 D ^Ndp^;i/- 2 - [4- (3-h'j7MP^f;i/7i7^» 7 x 
S^V-^- 5 (nMM2 3 0), 

1 -s/^n^sdr^;i/- 2 - {4- [ {4- (4 -sM^i/^w^-r ;v7iz 
- 2 5 -^T^J u;W *h^>] 7ixji/}^>y^^;-ji/ 

-5-*;i/^>M (l^3fg^J2 3 1), 

2- {4- [2- (4-7DP7j-;V) -S-^^jb^Wfl/'OJ? 

Kft'(&ffitt2 3 2) , 
2-{4-[{4 - (4-7PP7i-;i/) - 2 - 5 - tr u 

* h*^] y^~)V} - l-*/?u^**/))/'<>94 I ? s )—)\s- 5 -#7l/#> 

it tiustm mmm 233), 

2 - {4 - [ {2 - (4-7nP7i-;v) -3-KU5>;i>} p< h*->>] 7x 
»J 2 3 4 ) , 

2 - {4 - [ {3 - (4-7DP7x^) -2-fcTU^M p< I^>] 7 x 
- l -*/9T2^**sj],'<>y<i 5 -tum>m (^lSfc#!|2 3 

5) , 

2- {4- [2- (3-7DD7X-JV) - 4 y - 1 , 3, 5- 

-71/- 5 -jtj)Utf>m h U 7;^DSM (^»J2 3 6), 

2 - {4 - [2 - (4-70D7x-;i/) -4- ( 5 -5 1 h 5 V U;i/) 
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& (^Jfe0!l2 3 7), 

2- [4- (4-^>^;v^^-6-t:y ^-;i^^>) -l 

1 -S^P'x*^- 2 - {4- [4- h3^» - 6 - \Z V 
9) s 

2- {4- [4- (3-^pp7j-;p) - 6 - tf'j ^ S?=.fr**i'] 7xr 

i -j/^n^^^;v^>\/-f **v--;i/- 5 -ii)^>m(mmm2 4 o k 

2- {4- [2- (4-^DD7ir;V) -5-* h #^^>^;i/^-^r^] 7 

(iHJStfiJ 2 4 l ) s 

2- {4- [2- (4 -7DD7i^) - 5 h S^M**^] 7 

1 - d^^WO^ = psj-ji,- 5 Jg^(H 

mm 2 4 2 ) N 

2- {4- [3- (4-7DD7i^) Y. U 2 h3^>] 7 x 

- 1 -i/^ P^^r^;i/^>y-f 5 5 -^;v^>^3-^-;i/3i^^ 

;i/ (2SflS0y 2 4 3), 

2 - [4 - ( 2 - ^P^E- 5 - t e r t -7 V*tsti )\/ft—)i>'<>V fr***/) 
7ir;y] - l — >^p^i/;i/^>y-f ^ 5 

7>r;i/ (*«iJ2 4 4) „ 

2-{4-[5-tert -T" h 2 - (4-^pd7x-^) 

^.>^;i/^-^r^] - 1 — >^P^3r>>;V^>^-< ^ ^V — )]/- 5 

jV^^lg^^xXT^ (H»J2 4 5) , 

2- {4- [ 5 -*;i/^^r^>- 2 - (4-7DP7I-/I/) ^>^;i/^-^r^>] 

7i-;H - l -i/^n^>>M>y^ ^ ;v- 5 -*;i/3i?>R^^;i/x. 
*er;i, Jg^Jtg 4 6) s 

2- {4- [2- (4-7PP7i^) - 5 
;*3^>] 7xzji/} - l -i/^P^\df>>;i/^>y>f ;v- 5 
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* mmm 2 4 7 ) , 

2- {4- [2- (4-^DD7i^;i/) - 5 -^^v^wt^ ;i^>^;i/ 
g££ (*»J2 4 8) , 

2- {4- [3- (tert-^ra??^^^ -6- (4-^Dn7 

- 5 - 2 4 9)s 

2- {4- [2- (4-^DD7i^) -5-^77t-fM>^* 

y swa-PfMlitt (fSJtefci 2 5 0), 
2- (4 -^>^;v^-=¥e/^^p^^r^;v) - 1 -5/^p«'v*5';w<>vr-f 5. 
5 -#;u^>®? fflttt (HH$I 251), 

2- [2- (2-K7i=<jm^^) - 5 -i-^n 
2- [2- (2 -tT^i-U;!/^-^^^^^) -5-7'JM -l-S'^P's 
! p ^^, >;l/ _ 2 - {4- [ {4- (4-7WC7i^) -2-t 

b*D^^^^i/-5-f7 , yu;i/} ^h*^] ^>v^ 

5 -*;M*>» (H«J2 5 4), 

1 n^3^>;i/- 2 - {4- [ {4- (4-*m^7i-)V) -2- 

^^•;i/-5-^r\/U;i/} ^ h^r^] 7i-M "t>i/-f 5. ^J—jv- 5-#;i/ 
(HJIS0IJ2 5 5), 

{2-7;i/^*n-4- l4-7)V*u-2- (3- 
:7;m-p^W^ ;i/) ^>^;i/^-^ri/] 7in;i/} 5. ;v- 5 

(^01)2 5 6 ), 

2- {4- [2- (4-7PP7i-^) - 5 h^r^^>^;i/^-^^>] 7 

-l-->^D^^^;i/^>vr>f^yvr-;u-5-x;u*>^ (nMM2 

5 7), 

2- {4- [2- (4-7DD7x-Jl/) - 5-^ h^e/^>^;i/^-^rM 7 
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5 8), 

1 -i/W^**/)]/- 2 - {4- [3 -SM^J^WVE^ 5 - (4-f 

Ui^Mh*^) 7:t7^>] 7 ^>V-r ^ 5 -%)\,#>m 

-mmm mmm2 59), 

1 -*/ 9 v }),- 2 - {4- [3 5 - (4-tf »J^;i/* h 
(IHJS0IJ2 6 0), 

2- {4- [2- (4-^DP7i^) -5-^ h*S"<>5>;M-*-$/] 7 

3. -;i/> - 1 - i"i/ n^5/;^>\/^ ^ - 4 - (mums 

61), 

2- {4- [3 -#;w^-f;v- 6 - (4-^Dn7i-;i') ^y^;^^] 
? - i -^p^s/;i/^>^/-f ;v- 5 -#;i/#>ft ^MJfe 

(H«J2 6 2) , 

2 - {4 - [ {2 - (4-*m->7i-;V) * h3^>] 
7x^M - 1 -istn^^jvoVJ KW— 71/ - 5 (mMM 
2 6 3 ) s 

2- {4- [2- (4-7DD7i-M -5-^ h^r^^>^;V^-^ri/] 7 
- l- ( 4 -5r b ^ h h*D^-^-t:^^;v) ^>\/-f * yv— 5 -fc 
71/#>^ (H%0!I2 6 4), 
2- {4- [2- (4-7dd7i-;v) - 5 -s?^^-;i/3b;w^w 

ft ffiftttl («^J2 6 5), 

1 D^s^ri/;i/- 2 - {4- [ 3 -SJ^/l/jti/W^/f 6 - (4-h 

iJ7Md^;p7i-^) ^>^;i/^-^r$/] 73^71/} $ ^y— 

5-#;i/tf>^ M£ (WJ2 6 6) , 

1 -*/>7U^*i/)\/- 2 - {4- [ 3 -iM^;i/#;w^>f 6 - (4-* 
f-Jl 3-* 7 3i-;i/) 7 :c ~7t/} ^>\7V ^ ^V-7l/- 5 -#71/ 

^>g§ mmm (nnm2 6 7), 
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2 - {4 - [2 - (4-^Pn7i^k) - 5 ^l/^W^-f 7l^>i>7l> 
5-#71/#>^ «^(H»J2 6 8)> 

2- {4- [2- 7i-;v) - 5 -i?^^;i/*;w^-Y;i/^>^ 

-5-£7l/tf>^ ffi&ft (£%0i2 6 9) s 

2- {4- C 3 — *^l/7t^e-r;i/- 6 — (4-7PP7i-jP) ^OS^M^S/] 

- 2-7MP7ir;i/} - 1 -^^ p^\^^;i/^>\/-r ^ n>- 5 — A/)/ 

#>wt mmm mum 2 1 o) , 

2- {4- [3-^p<^;i/*;i/n^e^;i/-6 - (4-^>xM-ii/7iz 
^>^;i/^-^rS/] ^ - l p^3^71^>\7V ^ £*V— 7i>- 5 

Jg^Jfi (H»J2 7 l ) s 
2- {4- [3 -SM^vnob^WVE-r;!/- 6 - (3-t^u^;v) ^>^;i/^-^r 

BOMB (|H«J 2 7 2), 

2- {4- [ 3 -iM^;i/#;w^-f;i/- 6 - (4 -s;pt^-;i/*;w^^-f 

- 5 (HWJ2 7 3), 

2- {4- [2- (4-7PP7xrjl/) - 5 Y*i<"<Z'$>fr**ci'l 7 

- 1- (1 -TT^rV-4-^ h^t KP^^lf^-7V) 5 : *V 
-7b- 5 -£71/tf>@§ (H%0IJ2 7 4), 

2 - {4 - [2 - (4-7PP7i-W - 5 h*$"<>iS)\'**i'] 7 

- 1 - ( 1 , 1 -S^^v-4-5 1 h^fc Kn^t^^;i/) ^>V-f 
s*V-;i/--5 (Hite^J2 7 5) , 

2- {4- [2- (4-^OD7xz;i/) - 5 -j* h =^>"0 y;M-=¥-2/] - 
2 -7MP7 ;b} -1- (4-^h^b FP^;tt^— 71/) ^ > N 7 -f W 

^-;i/-5-*;i/sJ?>e (HWJ2 7 6) , 

2 - {4 - [ 2 - (4 iL-fy) - 5 h^>^>^;)/;fr^>] - 

2 -771/^- D 7 i—7l^} -1- ( 1 -5}"^rV- 4 Y=? t h'D^K?^) 
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2- {4- [2- (4-^nD7i-;b) - 5 h ^-i/^VM^r^ - 
2-7WD7i-M -1- (1, l-*j7t*V- 4-9- h^fc FPft^7 
^71/ ) ^>\7V ^*V-7i/- 5 (H«iJ2 7 8), 

2- {4- [2- (4-^DD7i-;i/) -5-^f;^;v77t'fjK> 

^71^3^>] 7:rr:7l/} - 1 -is ? V^l'ft'OVj K 5 

>m mmi& (mmm2 79). 

2- {4- [2- (4-7PP7i^) - 5 -*?>X)l*-)]/'<>i?))/* 
3r>>] 71^} - l -->^p^N#i/;i/^>y-r ^ 71/- 5 -jj)VF>M 

mmm mmm 2 8 0 ) , 

2- {4- [ 5 -#71/^^>- 2 - (4-7DP7i-^) ^>^7l/^-^r5/] 

- 2 -7Wo7irM - 1 - x 7 p^^r^^^vy^ 3; 7U- 5 -*;]/ 

m^ii (Hite#l2 8 1). 
2- {4- [2- (4-7od 7 m - 5 -i^^i/T^ 7 ^>:y7l/;r3r 
mmm (mmm 282), 

2- {4- [2- (4-7dd7i_>) - 5 $ >xji>ft-n>-rs. y ^> 

>m mmm mmm2 8 3), 

2- {4- [2- (4-7nn7i-)l/) - 5 -P^^jlljJl'S^'f )V<yy 
7b^-dr>>] - 2 -7MP7 i- — 71/} - 1 -^^D^^S/^^O^-f 3. 71/ 
-5-*;i/3i?>K M« (HWJ2 8 4) > 

2 - {4 - [2- (4-7PD7i=JI/) - 5 - ^V7°D t^l/^W^^ 71/^ 
>^7V^-^r^] - 2 -77P^"D7 i^71/} - 1 D^s^5/7l/^>V-f ^ *V 

-71/- 5-*U\stf>M Mm (5lSfg^iJ2 8 5) > 

2 - {4 - [2 - (4-^DD7i-;i/) - 5 -l^U ^7 #7l"tf— 71/^>S7 
7l/^-^i/] -2-771/^-07^^71/} - 1 -i/7P^=¥->71/^> % /^ 3. — 71/ 

-5-*7i/^>^ mmm (mmm 2 8 6 ) N 

2- {4- [2- (4-^P07x^) -5 - *71/^ 
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? ^vr-;i/- 5 -%j]s#>m mmm mmm 2 8 7). 

2 - {4 - [2 - (4 -^DD7i-^) -5 - (2-tFP^>x^) * 

s*V— 5 -*;i/^>K (HWJ2 8 8) „ 

2- {4- [2 - (4-70P7i-;V) - 5 - (4-t K D tf^ U ) 
;i/^>^;i/^-^->] -2-7MP7i-M - 1 -S/£D^*$//W< 

s*V-;i/- 5-*;i/#>» (^Jfii#>J2 8 9), 

2 - {4 - [2 - (4-7Pn 7i-;y) - 5 -^7i/*u y 
;i/^-^->] -2-7WP7i-M - l d^^> ;]//•< w^r #V—;i/ 
-5-*;v>i?>K JfiSJffi (^m«2 9 0) ^ 

2 - {4 - [2 - (4-7PP7i^;i/) - 5 -^-^-^71/^ »; y *7l^^— 7^ 
>^;i/^-^^>] -2-7JUP7i^l/} - 1 -J/^P'S^-S'/WtW-f ^ *V 
5-*71/jK>^ JMHK (^«6^2 9 1) , 

2- {4- [3- (#7l/^*W^;i/;*J7WS^;i/) - 6- (4-7PP7x 
-;]/) ^>i^71/^-^i/] - 2 -7MD7xr )]/} - 1 -i/^D^s^r^7V^.>V r 
^^y-;V-5-*M>S Mil (»J2 9 2) . 

2- {4- [2- {4- ( 2 -*;i/^^rJ/^^71/) 7i-7l/} - 5-7PP^ 
>i>)V**i''] :7:n-7]/} - 1 -^^nAdr>>;v^>y^ ^V S J— )V- 5 -#71/ 

(mmm 2 93), 

2 - {4 - [3-7PP-6 - (4-fc KD^^^^-;i/7 3i^;i/) ^>i?71/^- 
3f$/] 7 31—71/} - 1 -5/9 P^s#3/^/^>V>r ^ ^V— 71/- 5 - £ 71/ > 
(lHSte0!l2 9 4), 

2- {4- [3-7PD-6 - (4-^ h=^2/^5 : -;V7 3i-;i/) ^>^7l/:*3r 
*/] y ^-jv} - 1 -*/9u^*i/)\,^>9'f ^W—Jl- 5 - Jjfrtf>m £ 
BK£ (35BE09 2 9 5) > 

2- {4- [2- ( 3 -jjfr-K**/? ^-7V) - 5 -^DD^>$7;i/^-dpi/] 
^ x_ji/} - l -t/9V3^i/)V^>^J-( $ ^J— 7V- 5 -#7l/#>& (^SS#J 
2 9 6 ), 
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2- {4- [2- (4-^DD7x-;v) - 5 -*?-)\s3-*iy*Jfyi!r**s'] 

7 - 1 - */t?w\**/)v*<>y4 $ 5 -it3)viF>m mum 

2 9 7), 

2- {4- [2- (4-^DD7i-;i/) - 5 -*^)VX)17 j — ll^Oi?)]/ 
(HSte#iJ2 9 8), 

2- {4- [2- (4-^no7i-;i/) - 5 -S/ryoswa-^F-S/] 37^ 

«B^J 2 9 9 ) , 

2- {4- Ct^ (3 -tf US?;i/) ^ h^>] -2-7WD7i^} - 1 

-^*n^j/;w*>\/>f s^V— ;i/-5 (H»J3 0 0) , 
2- {4- [tfx (4-^^^;v*;wt^>r;i/7ni-;i/) ^ h=^>] -2-7 

mm 3 0 1 ) , 

2- {4- [ 2 3 h3r£/] - 2 -7WP7i-il/} 
«B08 3 0 2 ) s 

2- {4- [2- (4-7DD7i^) -5- (^^^JViJ)]/^=E^)l) ^ 

— 5 (^»J3 0 3) , 
2- {4- [2- (4-^nD7x^;v) -5- (3>**\n/a;w^-f ;i0 ^ 

5 -#;i/*>^ tb'J«7Al (»3 0 4) N 
2- {4- [5-AM^>-2- (4-^Dn7iz;i/) 
-2-7ntD7irM - 1 P-^S/^^WW 5 5-^;i/ 

(HJfc#l3 0 5), 

2- {4 - [2- (4 --}])VK*i/7 *-=.)V) -5-^ h*i>"<>i?)l'**$'] 

3 0 6), 
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2- {4- [2- JV7 - 5- (Ptf-Jl/iMWEJ 

)v) *<>v 7i-M - l -j/^D^i/;v^>y^ * 5 
(^JS^J3 0 7), 

2- {4- [5-7^7-2- (4-^PD7xz;i/) ^>^;b^^r^>] 7 x 

- l — >^ u^3ri/)\"<>Vj ' £>V— 71/- 5 -1j)1#>M (HJ£^J3 0 

8) , 

2- {4- [5- (4-^on7xrji/) -2-* h *ci"<>i?)l/X))/7 4 =- 
71/] - l -^^D^^rJ/;i/^>v/-r ^ ;PV— 7l>- 5 ft 

i&ft 0 9), 

2- {4- [5- (4-^D7izjH - 2 h+i/^>i;MW-;i/] 
7i=;i/} - 1 -^^D^^^;i/^>\/-r 5 ^y— 5 ttSttfi 
(^»J3 10), 

2 - {4 - [ 2 - (4 -7DD7i^) - 5 -X h 7 x 

—)]/} - 1 -S/^n's^/wovT-f ^ 5 ft^ft 

2- {4- [tr* (4 -*;i/^df->>7x^;i/) ^ b3^>] - 2-7WD7i 

- 1 -^^DA^^K>^ S*V— 71/- 5 -#;t/#>^ (£$6609 3 1 

2) , 

2 - [4 - (7xr:;i/- 3 U $771/* h3^) - 2 - 7;i/tD7x^] - 
1 -S>^D^^>71/^>^-r S^V— 71/- 5 -£71/#>^ (&S6$I3 13), 
2- {4- [2- (4-^Dn7xr;i/) -5- (*3^t/#7W^-f )V) ^> 
-2-7;i/^D7x-M - 1 -^^D^s^r$/;i/^>^/>r ^ ^ v /— 

)i- 5 -#;i/*>g?*^7i/^X7Vi/ (£&&6$j3 14), 

2 - {4- [5-7DD-2- (4-e«J^) "<>i>;M-*$/] -2 -77V 
tP7x-;i/} - 1 -^^D^^r^7l/^>^-r ^ W~ 71/- 5 -*;pjJ?>K ft 
Rft (H»J3 15), 

2- {4- [2- (4 -7nn7x-jb) -5- (/^$77i/#7W^>r ;W ^ 

>$>7M" - 2 -7;i/^D7x-M - 1 - */ 1? P ^ iV7l/^ >V/^T ^ £V 

-7v- 5 -*7i/^>g§ mmm mmm 3 1 6 ) , 
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2- {4- [2- (4-?HD7i-;H -5- 

w>r $*v— ;v- 5 -*K-#>m mmm. (mnm3 1 7) N 

2- {4- [2- (4-7PD 7i-;i) - 5- (4-£>; ^;M?-;i/#;ws 

2- {4- [2- (4-7DP7i^) -5- (N-^>^;i/-N-^^7V 

;w<W-r ^*V-;i/- 5 i&^tg (^»J3 19), 

2- {4- [2- (4-^nn7i-;i/) - 5 7 

- l-i/im^i/ju- lH-'f > b* — ;i/ - 5 -*;i/?i?>|ft^^-;p3i^ 
mMM5 o l) , 

2 - {4 - [ 2 - (4-7nD7i^;V) - 5 h 3^>^> y 7 

- 1 —>#p^3r2/;i/- lH-^f > h* — ;i/ - 5 ($zMM5 

0 2) , 

2- (4 31-7V) -l-^^P^>f;i/-lH--f>K- 

)],- 5 >m mmms o 3) N 

2- (4 -^>y;u^-^^>7^^;v) - 3 -^D^^W $W [1,2 
-a] If U i»- 7 -#;i/5j-;>^cc^-;i/;n;^;i/ (||Jte0!]6OlK 
2- (4-^>y;^^7i-;v) - 3 p^3rS/;w ^ W [1, 2 

-a] t»J>^>-7 (H»J6 0 2) , M 

2- {4- [2- (4-^OD7i^;V) - 5 h^r^^>^;V^-^^] 7 
i -3-^n^^>;v- 3H--T ^ [4, 5-b]KU5>>-6- 

(HJSmo i) frfefcsa** t)««iia— Ci] t^^n^«s 

(32) (14) m (3D <D\,\?nfrizmm<DM&mih&Mx&mm±mn 

(33) ( i ) 7bm ( 3 1 ) (D^?Hfr\ztm®M&mfc&<tox&mm±fr®$ 
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(34) ( i ) am ( 3 i ) ©v^-rnipfcHBiiott^^b^xttStt^^s* 

(3 5) ( 1 4) 751(31) ©V>fniP^IB«©^^b^X(«^±l^ 

(36) W^JM©±I3-^ [ I 3 T"^^tvS^^b^tlX«^±l^^ti 

(37) *j»«o±sa-«!S; [i] T?^*na*-&3SWb^»xtt«*±m : «^tu 
(3 8) cMw#immmmM*&&Tzit!sb<D±.m-'®ift m -cmztizm-et 
(3 9) c^Bf^^^^^^u^ 7— eRa«j«attjg-r*fc«)o±iB— iftsa; ci] 

(4 0) ±B-Jtt* [I] T**n*»^«ft^«X«±«lll±M : **tL**©^ 

(41) _tfla — jk^c c i ] ?m$nzm&^fc&y!}5iteLmM±%f®£ti%*<DM. 

(42) (40) mmommmm^), Rrrummm^m^cmm-m^mmmm^ 
ffiffitsci:^^^ * it &mm r * § -c* & a z t £ie» u fc^Emiimti c 

(4 3) (4 1) gBtt0E&fflJ$4K SVf CSffF^')^ 5|? U 

#fc«F3;b<fcJ\ R\ R 6 ' \ R 6 s R 6 ' s 7•A»v^;^-rct:j3V^T 
7y*JR^7?fc?)s Zx Z' > ^-7 , BOT^-7Dt^^t7yiI 
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s e c t e r t ^>^-;i/«> y^>^-;v 

fci\ R»\ R 48 . R a \ R al6 s R al \ R Bl \ R^ R a3 \ R^^R^ic^T^ * 
;i/*T?fc!K R b \ R b \ ^;i/-rBS^^;i/-7*Clci3V>T^^;i/SXiit e r 

r^ny WbCl-6T;i^;i^j tit, ±m%.m<D rci-67-;v^r;i/»j **_fcfB 

;i/ffi > ^P^^^;i/S> ^nn^fji/S, l, 2, 2- 

^^nD^M. 2, 2, 2 - h V P^^l/aS^tfSSfcf £>*iS<, 

rC2-6r;i/^-U>j 2 73M 6 (DMmrjVir- V >ttU 

u>, 7d^-u>, i -^^-u> N i, 3 uym&mtf Ztl&o 

£j T*^^T;^^;^-^-^^*■r♦$.»5^ b < it*(D7)u*)isBtiLtfi&tm&.l 
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R l s R\ R\ R\ R a! \ R a29 s R b \ ^V-7B {3*5V>T^l3*f^ b < «\ T 

i-67';i/=3^i/*j T»S7 , ;v^;i/-**^-*;i/*=;i/ai7ffc #?f;b < « 

-f v^;i/**2/*;i'^-;va£ N t e r t -^/l/aMrS' 
rci-67';i/^;vT^ y^j &t± N *©r;i/*;WiMft#±ffl^i8© rci-6^;i/ 

^V7Uis ^w^Ss ^^^;i/T^y^ ^?-;n^75 
R*nz#^xmizi#%v<i±*^)i7$ R a21 ^t>*^;i/-rAic^ 

60 



WO 01/47883 



PCT7JP00/09181 



i-67;i/fty ^Mjtfe^7;i/^v-AM-;v-75 tK b< fcfc 

x&t>*R al0 £:fc^T^££?;); b < {is ^ ystfe^o 

rci-6T;i/*;i/*;i/*-;i/«j fcfcts ^©r;u*;i/gitf£#_tfB5£3S© r ci-6 

ztiZo 

ffcWfctt: Ms ^-^^-;i/^s 7>h'J;i/Ss -f^^-;^, 7Xi/-;^ 

1A, 3SA' s JgB&OTIB' fc:fcV>T> »t Ki±7i-;i/SXIi7-7^1/ 
Ss #t3»^b<{i7^-;i/^-e$)^,o 

-^•^^tfo ^#ftvjl3{i^^nrn^.-;i/^ S/^n^y— ^at, ^ d ^ > 5" - 
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^>-i--r;v*s 2, 5 -i/tu^^-w^y- l --yjv^ i/^p^r^- 

U;i/Ss 5 *V »J /bilk 1,2, 4 - b U rb?yUMx 3^ 

7 y ;v*s ^-y-y y >r v^-y-y y ;i/^> W'j -f v 
y y r s> t y y ivm^ t.° d y kd»js> -y ^ *v y 

fUJ>-;i/S, 5, 6, 7, 8-rh5th-n + y'JM, -f>py;i>ak 

> y * y y ^wwj # m if & ft s « 

tr y s^;^ K?^-^ ^ y $ tr y l , 3 , 5 - h 

y TV-fr&s t^o y ;vs, ;v»s -f ^ *V y ;i/fis l, 2, 4 - h y 

wijMs ^?yi;;i/Ss -fy^-^yy^ak ?7^?yj;Hs kpu*; 
;i/*s tf y ^ e y y*>-n,mnztb t) s £ & t# * u < Be y 
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;i/Ss t: u 5. t? »; l , 3 , 5 - h u 7^-M> kd'J 

rc6-i4TU-;i'Cl-67';i/^r;i/^j hiis *©7Vi>*;i/ffitt#±fB5£$8<D r c 

1- 67-;i/^;i/«j t-&!k r U -jmtiL&±m%.m<D rc6-l4TU-;i/Sj 

y - 7;v^;vSf & £ o «f i- b < i± * <z> r 1 4 © 

»t*&?k ^>^;v»s 7i^fMs 3 -y ^—j\,y°n K)v^ 

2- 7 ^-;i/^Dtr ;i/Ss 4 - 7 1 ji/^m &m?t>n&o 

rc6-l47'i;— ;i/Ci-67';i/^;i/^-^^3b;i'^~;v^j i:l±s z<DCG-UTV—)i 
ci-6T;v^;i/SBtt*s±lB^»© rc6-i4TU— ;i/Ci-6r;i/^;v^j -^fe^ r 
'j-;i/-7;i/^;i/-^^^-*;i/4?-;i/S7?$i5o #s b< tt-eo^v^i'fiMft 

rmm$nx% &^C1-G7)i*)imj tit, ±IB^»© rc 1-6:7 s 
b < (ij^^m 1 4 ©«$IX{;i#ll£il©T;^;i/S# 1 73rM 3<B©g$lS 

rci-6T;bn^r>>^j % JifB^«© rci-6r;i/3#S/*;w^-;u36j 2&v±f3 
^i® rci-6T;i/^r;i/T^ ;&j -frbrnttiZo rmWkZtixb &^ci-67)i 
fcbTR#WfcfcJ\ ^^;^s rp^aSs <fv7n^ 
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•f^JV&s 4 s e c t e r t -:/*-;i/2k ^>^^Ss 

<i v^>^-;i/«s t e r t -^ymm, ttsom&s l -if;^o fc^ 

#£L<B\ R\ R\ R'&VRHz^T^^l/Sx l-tFO*J/-l-^ 

R 6 ' x R 6 ;&tW Iz&^TlZ JU± h U 7;vtD^^Htfe R\ 
R\ R al \ R a2 \ R^MR'^^^tli^fM-e*^ R al ;&tFR al9 ie: 

^^^^as-cftDs R al2 {-*HNT(±p<^-;i/axi*4-t KD^^/^M-e 
fet), R^fe^tfe*-**-;^ -fv/ot:;^ :r?-;i/* N 2-t 

tKD^i/^^;i/Ss 3-fcFD^>:?*D 

tr;^ xt±*^*^^^-;i/36*c& D> R a22 S:tJ ? R aZ3 fc:^v>-r{±^^;v^ ^ 

^•;i/»Tr$> »9s R a26 fc::fc^Ty:y3 L ;i/*Xfcit e r t -73-)V&t:$> !)> R a27 S 
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& ^jv&s 7u t:;vs> -f v t*d tr;i/S, tert b u 7)\s* 

&tK R a2S ^*3VM:a^^;i/SXi*t e r t Z, Z' 

0T;i/^^;b*>6 J 1 Tim 3 MGDBiwe tiT * £ ^ % <z>-e & d > URMtfe© 

*;^^>>;Hs ±fBJ&«© rci-6T;vn=3ri/aj % ±!3J£§i© r c 

i-6r;i/p^i/5b;i/^-;v»j &tf±i35£ii© rci-6T;i/^r;i/T^ ;&j frbm 

2k 1, 3 - 7* 2 — fVA>r-;i/Ss 3 v^#-fe-;v^ 

b<(is 2-'fv^>T-M, 3 -<< v^^-fe-;vixii4 3 

3b;i/^^->;i/*s r^y^s ±I35&K© ^ ci-6tjvoi^->&j „ ±I35£«© rc 

r^;i/-rB*>^7g«ti^ 17}M5<@©gg|«T»g&£*iT* i C 6-147- U 

-j^&j ±mkmo rc6-i4T>j-;i/Sj a*i#M5<H(D©gi»T s B&£ 
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© r^sp>y>>fbCl-6T;v^r;i/«j , ±fB)£»© rci-67*;i/* J J s -(C 
H 2 ) r -COOR b \ -(CH 2 ) r -CONR bl R b \ -(CH 2 ) r -NR bl R b2 s -(CH 2 ) 
r — N R bl — C O R b2 N -(CH 2 ) r -NHS0 2 R bl s - ( C H 2 ) r - O R b \ -(CH 2 ) r 
-SR b \ -( C H 2 ) t - S 0 2 R M M-( C H 8 ) r - S 0 2 NR b, R b2 (ii*eR bl M 

R b2 &, zti?tim&LXs 7kmm?5u±±m%.m<?> rci-6T;i/^;vsj T&t>> 
mfa&oizte? t7f;^ 7>hu^ ^ot^i/*, 7Xi/- 

P D 37 m 3, 5-^^OP7i-jl/^ ^>^7WD7i-J^ 4 

-**)]/7 4-tert-7*fJV7i^H, 2-h'J7;i/to^f 

]1/7i^JH, 4-h'J7WD^fJl/7irM s 4--bD7i-;i/^ 4 
-J/77 7i-;Hs 4-7lrfJl/7x^ 4 -*;i/5tf:*$/;i/:7:ii=;i/2S N 
4-*;l/M ; E>fJl/7x^S s 4-7U7x-;i/S N 4-^f;i/7V7i 

— 4-7tf;v7U7i-;i'*> 4- y) 7 ^ 

-;p^s 4-^^>7x^S s 3, 4, 5-F'J^h^i/7x-;i/«s 4- 
*^)i^*7 ^.-fr^s 4-^fMii/*-;i'7x-;^ 4-T^y^;v^— 
jl/7xr;H s 3--hn-4-^ h+^7x ~ 4 h D- 3 h=¥ 

t u — ;i/flMfcfc:fc^T#i; b < tt7x=;«f* D \ ^v-7B k b 
<i±±IBj£i*© rAp/f>i?j \ -ho^ ±I3^o rci-6T;i/=ar;i/^j „ 
±IB^a© r/N D /f>{bCH7;v^Sj , -(CH 2 ) r -OR bl tfe^ HWj 
fctt7y*JR^ -hnS, ^^;i/*s tert-7fMs hU7 

-147"J-;i/»j £bT£?l; b< fc£ s R al2 \ R a!7 MR' 2! l:^^tli7xr;Ms 
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14 , R a2 \ R 8 ^ R a26 &tFR b5 fc:fcUT7 3:zi;i/»> R al8 t:43V^-C{i7 x^;i/^ 
3-7MD7i^Ss R a20 Kl*3V^T{i^^-;i/Sv 2, 4-^^DD7x- 

R a24 t*5V>x{i^ x^;i/* N 4-^P7i^is 4-h'J7;^n^ 
3, 5-^^nP7x^;i/SN 3 h n - 4 h *i/7 
-MX!±4--hD-3 F^^7xrM s R a25 {'43V>-t(i7^-;i/ax 
Ii4-^f;v7 x^;i/^-c-$> § o 

r^-rD*p£>3ifcf*i3 17&S5M©gt&a^a&£ftT$i;^C6-147> U 

rDfcbTJMfcfl&fctts 7y*JR^ JSJfcJg^ ^I?s - h oi s 
J/77& ^^-;i/3£ N rnt:;^ -f v:rn t:;i/S> tert-7f 

h'J7^D^f;Hs fc b*n*^?-;i/», 2-tFP^x» 

v7Pt:;v7 5;*M-;«s s?**-;i>:r$ y*;i>stf=;i/*s ^x^i/T^v 
(2 -t h*D^^x^-;i/) J (*;i/^^r^;v 

^>Ss V7*p tr;!/*-*^^ >fv^>f;i/t^>iv 2-^v^>r-;m 

(i^^;i/7"^ y ^f;i/t^r^ 7^7S, *3-)\sTK;&, 
y*?-))/?^;^ vx.mTKJ^ t*.?-)];7k;&s t^n^^-fr-))/? 
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frl&o 

— bLXMifc&DlZit, 7>hVJl&, jy?- 

4-7WP7ir;i/S N 3-^DP7i-ji/S s 4-^pp7 x-;i/i, 
2, 4-y^PP7i-^ 3, 5-y^PP7i^Sv 4-7P : E7i- 

;H S 4--hD7i-;i/ix ^>^7Mp7i-;^ 4 -^;P7i- ;v 
* s 4-tert-7*^l/7xrM N 2 - h 'j7MD/f;i/7i^M N 4 
- h U ? *?-)],y 4- (th'P^fjl/) 7xx;H s 4- 

(*h^>^;i/) 4- ( 2 -*;i/^^^>;i/^^;i/) 

3 - *;i/5Kdp^;i/7^^;i/^ 4 -*;i/jJf^r^;i/7 i^/Hs 4-^hdr^7jc 
— 3, 4, h^^>7xr;H, 4 -jbJWt^-f ^;H S 

4- ^JW7irjH, 4- (^p<^;i/T^ y #;i/;J?-;i/) 7i-^ 4 

x^;H, 4-?tf;v7x^;H s 4-?U7x-M, A-V*?-))/T$. 
y 7x-Ms 4- y ) 7xr;n N 4-^^;v^;v^ 

^;i/7xr;H s 4 — 3. y ^;1^-;H7 ;n 3 - — h D - 4 h 

zwz' t&v^ 7";— ;i/»fcb-c^*b<{*^3i^;i/*-r*^ 
-7D k bT#?i; b < i±±mfem<D r/suf>m*j , - h d£ s ±I3^»© rg 
Ift^tiT* «fc^ci-6r;i/*;Hj s -(CH 2 ) t -cooR a19 , -(CH 2 ) t -co 

N R a27 R a28 N -(CH 2 ) t -OR a20 s -(CHjt-NR^CO-R^ -(CH 2 ) t - 
S(0),-r s X9:-(CH 2 ) t -SO r NHR l2! tfe^o 

rsf)]s—7D fi> jg^tiS 1 73M 5 M©am*^S^^ tiT & J:^ C6-14T 'J 
— i:ltM»ll<l^ 7 3i-;i/* N 3-7jl/tP7x-;^ 4 
-7/l/tP7x-;i/Sv 3-7007x^1/1, 4-7Dn7x-^i N 3, 5 

-s;7nD7x-;i/a, 4-7p : E7x-jvS, 4-^ hn 7x-;^ 4 
^;V7x-;i/X, 4-tert-7 , f;i/7x-M, 2-h l j7Moy^l/7 
4-^U7WP^^7x-Ms 4- (hKP^r^^l/) 7i 
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^^>7i^i, 3, 4, 5 - h h=¥>>7 air:;i/^ s 4 -#71/,^^ 71/ 

7iz;H, 4-^w^-7i^s, 4- (i;^f;v7^y*;i/tob) 7 
4 -7<^;u^7i/*— ;i/7 i-M, 4 -T-fe?-7i/7*^ y 7ir;n s 
4-^fMJl/7^z;i/7z-M, 4-7^^M-;i/7i-;i/Stafe§o 

Cl-67;i/+;Hj ^ -(CH 2 ) t -COOR al9 N -(CHzh-CONR^R^s - 
(CH 2 ) t -OR a20 X(i-(CH 2 ) t -S(O) q -R a25 -e$>t)s Hfr«fci±7 y*JB^ 
fcjRJE^ $kmm^ -hn& tert-7« 2>7l/^*i/7l/ 

h'J7;vtn^fM, fc ^ h^^^^-71/^ 2-#7i/ 

Jti)l^-J\y&s ^5^71/^71/^-7^ T-b^-71/^5 y*T»&£o M£#?3c b< 
tt7y*JR?s ^M : ?> ^^71/»s tert-7*f;vSs #71/** ^71/^ ^ 
h^r^aSs #7Wn*^71/^ t^frnr&s ittmrs. J £71/^-71/^ 
;i/^;i/^-7l/*X{i^-b5 : -7l/T^ y*T»fe t)s b < &7 yJWS^XttJfi 

T&tK ^SSKO'N^n^^tfo ^B&*&> ±IB^«© r^ny^j s 
i/77i, =. hcl, ±IB^»© rc 1-6T71/ ^71/* j N ±ffi}£il© rA B y>ft 
Cl-6T71/*71/*j N ±I3^»© r C 1-67*71/* ^^7l/» j „ -(CH 2 ) r -COO 
R b \ -(CH 2 ) r -C0NR b, R b \ — ( C H 2 ) r — N R bl R b2 N — ( C H 2 ) r — N R bl — C 
OR b \ -(CH 2 ) r -NHS0 2 R bl , - ( C H 2 ) r - 0 R bl N — ( C H 2 ) r — S R bl N -(C 
H 2 ) r - S 0 2 R bI OT-(CH 2 ) r - S 0 2 NR bI R b2 (Z R bl St^*R bz {*^ ^fi^ti 
&±VXs 7kmm^X.l±±mfem(D rci-67*7l/*7l/*j T*& ^ r&OX&173 

H#i$fc 2 - 1: U 3 - 1: '7 4-K'J ^7V*> 3 - 7 71^ 

nK"jy>-4 — C71/^ 3 -;7PPfc*y $7>-4--f 71/^ 4-^DPfU^ 
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>-3->r;i/»s t:^^-;i/*s tru^^-;i/^ ku^-^ i, 3, 5 
- h \) 7i?=.j\<^ en u e 7^ u Ms -f ^ *V u 1 , 2 , 4 - 
h'j7yy^ rh7\/';M, 2-^-;^ 3-^^-;i/«, 
^-^■9-^u;i/Sx 2 -tmx^-W— ;i/-4->r;i/S> >fv*^v^u^ats 
^7^;ij;Hs 2-^W7 , y-;v-4--f;^ 2, 5 -y/^^7V- 
;i/-4--f 2, 4 5 ->r •< vfr^u^at, 

^^;'J^-;H> e^us>;i/3k 3 - 1 ko^k^'J s^Ss 4- 
t Kn*>>e^»j 3, 4-^h^>e 

^.'J^y*x 4 -jb^stf^K^U 4- (th'P^^) E^US* 

2-^vk^u^;Is 4 - **yt:^u 2, 2, 6, 6-^ 
h5M^;i/t^u ^yfts 2, 2, 6, 6-5^ h^^^;v-4-b Kn^r^ir^. 

UJ^afc. N-^^-;i/tr^U 4 — fJI/&s N- (tert-7F^>*;i/ 

e^y $>>-4 -- f ;i/Ss N-7t^;i/^'jy>-4-^;i/^ N- 
*^;i/*;i/*=;i/e^'js?>-4--oi'ak b^^i?-;^ 4-*3-)vx)i* 

^^v* y-71^ l-rf-^v^*^ 

7^5*;-^ i-y?-V 5, 6, 7, 8- 

rb7hpD^7'J ;i/S> >f > H U 5 U 7l>2Ss 4 > K U -71/ 

& ^-vy^-j:-;^ -O^^-^r-y-y U 7Vtt. ^O^J^T 

^wtiis fcr»;^7i/»s f7^-7^ ey^^Ss tru^^- 
1 , 3, 5 - h v tr n u K7 vf u 7i/^ ^ *v u ;w 

1, 2, 4-h'J7^'JMs rb7>;';^ ?-;n.-;i^ s 7'J^Ss * 

KD'jy^at t^u^i^ ^i^U-;^ 
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© r;\py>#iCi-6:p;i^;i^j N ±is;£«© rci-6r;i/*y -f;i/»j N -(C 

H 2 ) P -COOR bl , -(CH 2 ) r -CONR bl R b \ -(CH 2 ) r -OR bl t-fe5o 
WJ^S^ 4 -^^-^Er^^U-^aT'fe ^ R^JC&^Tfcfc^ h ^ t P D K 

^-;i/*Xt±4 - 1 bP^fc^y Dx R a2l £:fcuTfci:t^ U 

R a24 ^t>*R a25 fc:j3V>T(±^U^;i/*T-^>t)N R^fc* & fcf >J 

^ii^T^/ U;i^t-& bs R a27 x«:R a28 £:i3UTfci: 1 - t: 

i^^Ss 4 -t bP^fcT^'J 3, pn^i/^Ui^^Ss 4 

b**> f^u 4-#;i/tf^>e^y 4- (HFn^f^^ 

;v) 2 - ^vk^'J 4-^v^'j^;i, 2, 2, 

6, 6-rf7^f;V^'J^y«> 2, 2, 6, 6 b =y * 4 - h b* 

;i/^'J >- 4 l , l -y^-^rV^^-^^^u >- 4 -^f;i/^feSo 

r"40l,-:rDj&» 173rM5M©fi&£T?fiife£;h,Tfc<U^^P3»a£j 
fcBu ±iB^SI© r^pjggj #l73,M5ffl©«&^T-g*&£*iT&£v^© 

r^i/-7"DA>?,i«ti5 i75S5M©mm*T-sm^nT<fe cfcv^^^P^aj 

t Uteft fc: {is 2 - tf U ^;i/Ss 3 - y s? 4-KU 3-7 

wntiji;>-4-'f;i/S> 3-^DDKi;y>-4-f;^ 4-^PPtr 

71 



WO 01/47883 



PCT/JP00/09181 



uy>-3— f;i/* N tr^s;-;i/aSs tf>;^^-;^»> t'J^-Ms 1,3, 

5 - h i;7^-;v^ to y K5v^ u ;i/* N >r ^ *V u;v^ 1,2,4 

6 t^W;;^ 2-^f;^7y-;i/-4-^Ms 2, 5-^^;1/^:p 

V-;i/-4-^;i/* N 2, 4 -^^^7^/-*- 5 -<f -fVf7!/U 
W7»;iJ t: d y kpij y r:;i/3£ N -f ^ y j; -;u^ 

tr^y^^fts N-pt^;i/t^.y ^>-4-w;v*x N- (tert-^h^> 
br^y ^>-4--r;i/* N N-T-tz^;n^y ^>-4--r;i/^> 
N-^^-;i/^;v^-;i/^^y 4 t:^^^-;i/^ ^;i/*y^;i/ 

^±^y-;i/»N ^r^^r^y;^ :7*^s;^;i/* s 

u^-;^ 5, 6, 7, 8 t KDdpy y;i/«, -f>h*y;i^ 

%fcs 2 - tr U ^;i/»© 3 , 4, 5Xfi6tt> 3-K'J^S02, 4, 5X 
&6$U 4 - tr y 2 , 3, 5Xt±6ffi> 2-^x^103, 4Xli5 

j^aB-esfea^nssiafe-cfebN Jitefttcfcts kv^vs> k?*;^ try^ 

K'J^— 1, 3, 5 - h y KD'JMs tr^v 

y;vSs -f^vj;^ 1,2, 4-h'j7^'j;^ ^h^\/y;]/S. ^ 

f7Vj;n, f7J>7 , ;uji/S> Kpyyx^s, K^uy^ s>n 
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<D rWWL$nX<b 1-67 j ^ -(CH 2 ) t -COOR a, \ -(CH 2 ) t 
-CONR^ -(CH 2 ) t -OR a2 \ -(CH 2 ) t -NR a29 C 0-R a2 \ -(C 
H 2 ) t -S(0) q -R a26 Xi±-(CH 2 ) t -S0 2 -NHR a28 f$.So 

^PSi^j fcbtifib<ft tr^U^/«s 4-h FP^>t^'J^y^ 1 

& 4-Th7tFo^;i/S s 2 - £ >; $ $>-;i>2S N 5- 

rh?^']^ 2-^7yj;i/Ss 4-*-rvn;;va£> 5-^;ij^ 2 

i/^p^N^S/;p^ N 4, 4 -e; p^S/;v^ 3, 5 -s**^;]/^* 
p^^^;u^s 4 - fc h* p ^ p 

's*^;^ 4 h*$^>^P^=^>;i^ 2, 3, 4, 5, 6-^>#7)V 

*s 4 -7;i/^-P^^p^^r^;i/» N 4-^^^i>'^P'\^r^>;i'^ 4, 4-^ 

^^l/^P^SWl/^ 4-tert-^>^DA^^ 4-fcb*P 
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i/tru^y fcfc i/ t> D ^ 3r ^> ;i/*T* $>«9s M £ # £ b < « ^> ^ P 

r^;i/-7°B a> kat^na i TbM 5 m<Dwmm-zmmi<nx *> «fcv> c3-8^>^ □ 

Uttttfcfciu ispvywfrm, >>^p^>^-;1/Ss ^p 

*p^>*-;i/*s 3-^^-;i/$/^P's*S/;i/a6s 4 ?-;i^>^ □'\^>;i/*> 
4, 4 -^^^;u>>^P^*^>;i/^ 3, 5 -^^^;i/^^P^.^^;i/», 4- 
tert-^^>^D^>;i/Is 4-p< 
h3^>S^ n^\^^;i/S N 2, 3, 4, 5, 6 7)V#v n^s^ri/;v 

- h ds, p<^-;v*s t e r t -^;i/»s h y 

p^^-;i/*s tFP+^^^vSv * h *\>i/&> 2-* ft***/ )v 3^3- )\/ 

i/? pr^dr^SMt^iMlfft b< tts D^>f;Hxi^>7 p^3t 

ir»C3-8S/*D77mr;i/2£j tbt, R^&^R^fc&^Tftfcg? t b < P 
^^l/asxte 4 - 1 H n ^ & n & £ » 

r^v-rDfrfcjltftiS 173£5ffl©B»£T?Btfc3;txTfc «fcV>C3-8$/* n 
7)V*)]s&j tit, ±IB^«© rc3-8i/^n7;^Mj # 1 Jim 5 <@©B&» 
T"RJ&£ fix «fc ©T» ?> N ftlBife©^ ^ p T))/*)V&&<£t5o ^g&afcts 
±IB^;i/-7*D .((a)75S(p)fc^*ti*«ifta6) fr£?ifc£ft3o 

^;i/-7*D^ bTJMfcttfcBu f^)V-yDt^Mltfl^ 173rM5jE©«&^ 
T-g&£ftT& <£^C6-147*'J-;i/Sj ZtLtcmWk&tfimf &tbSo 

#l#tofcfci\ j/^nrn^i/S, J/^P^;va£x ^^D^>f;i/Ss ^p 
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4, 4-t?*3-)VP!7U^*ci<)\/m^ 3, 5 -*?*?-)]/S/>7V^**/)\s^ 4- 
tert-W>^DAap^ 4-MYu*i/t/>7V^*ci/))/&^ 4-* 
b*S/->Pti<\*i/)l& s 2, 3, 4, 5, 6-^>^7;^ni/^DAJp^l/ 

rfi«l$tiT*«k^C3-8^^P7';i/^-^/3lj ±IB^«© rc3-8^>^ 

S/^n'x3 t -fe— 4 3 P^s^-fen;^ 2, 4-^^P^v 
*Wx->- 1 --f ;i/Ss 2, 5 -i/^u/\*tyi>- 1 — f)V&s 

r^-7B ip 6a«ti* 1 5 M©Mife^»tfe^tiT $ <fc^ C6-14T ij 
-;i/Ci-6^;i/^r;i/»j fcfciu ±IB^«© r 06-147* u— ;i/Cl-67*;i/^;i/^j # 
1 5 ioms-rit^ tit fcJi^feo-e&tK ^a^cDT u — ^tvi/*^ 
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-h'j7MD^f;H>» 4-hij7MD^?;K>^^ 4- — 

hD^>y;i/Ss 4-s/7 , y^>^;i/Ss 4-^-fe^-;v^>^;i/»> 4-ft;i>tf 
^isjvovjv&s 4 -*;wt^e>f ;i/^>^;i/^ N 4-r^y^>^;va> 4- 
^^•;i/7^ y 4 4- 

4 h*i"OPfr& 3, 4, 5-h>;^h^ 

- h P- 3 h*^>s>;i/^#W£ft£o 

© r7Npy><bCl-6T;i/^;i/^j > -(CH 2 )-0R bl -e*^ mfomtlt? y 

mm^s mmm^. -^i, tert -^;i/»s h'^^D^ 

7i^^-;i/a6> 3-^PD^>m 4-^dd^>^;1/Ss 4-te 
r t -^;i/^Vi?;i/«Xii3 - h 'J 7 )l*u P)l>M, R a \ R al \ 

R a2 \ R a2 \ R a3 \ R b5 C^V>T$F^b<tt^>^;i/»T*fe!5s R a20 £:£l>T$?i; 

b<&^>^;i^ 7i^f;vi> 4 -7;i/*p^>^;i/3£x 2-^DD^>y 
3-^DD^>j;;i/i s 4-^dd^>^M^ 4-tert-7f;K 
>^;i/3£Xtt4 - h V 7;b^P^;i/^>^;i/»-t:<& R^ZfetfR^fc^T 
4-^nc^>^S, 3, 5 nn^>^t/SX[±4 - h <J 7;i/^-p^^- 
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r^;i/-^D rt» £>»«ft* 1 75M 5 ^©gmStrfif&^tiT % «fcv\ C6-14T >J 
~-)VCl-6T)l*)lsM_\ fcfct. ±I3^#CD rc6-14TU-^Cl-6T^^;i/»j # 
1 73M 5 ffl ©ItStli^ tlX * ct ^ *> <£>T* & b sillOT U -^fc^t? . 
^B^fix ±S3£Ol>-:7D ((a)Z!rM(p)£^£*i-5gi$l*) *>£>?Ifcf*i£o 

^;i/-7DkUt^t^ 7y*JR^ ESSJK^s *»^s -hDS s 
$/7;4s ^<^;^ J:^;i/»s 'fVT'n^l/i, tert-^ 

#;i,;t?-;],a N (2 -b h*n^sy^;i/) ^^l^^;]^ (*;i/^^ri/;v 

xz-frxjvft—)]/^ ^?-;^;i/7'f^;vS > 7^x;i'*-;i/4x 

ryjl— 7V frbM&m 1 Tim 5 fflcDSm*T-gm^ ti"C 4) C6-14T U 
-;vci-67;^;Hj i:itl#85jt:ii^>^;i/^ l -^^i/*^;^ 2 
-^-7^;^^^;!/^ 7i^f-;H N 3-7i-;i/7pkm^ 2-7i-;i/7 

4-^dd^>» 2, 4-^^dd^>^1/S, 3, 
D^>^;u^ N 4 -yot^oy^ 4 -— h n^>y;i/S> ^.>^7;i/^-D 
4 -*f-/W*>i?JU&s 4-tert-7^K>» 2-h 
l)7;^n^^M>y^ 4-h'J7WP^f;K>^^ 4- (bH 
^>Vfr&, A- h^->^^JV) ^>^;i/Ss 4- (2 
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^>j?;i-^ 4 - *?-)}/X)l*-)]/^>P)l>&^ 4- (^-fe^-;i/ 
r^y) ^>j?;i/Sn 4-i/7^^>^;i/S> 4 -3P-tz^;i/^>^;i/^ 4-7- 
4-i?*?-jiT$;'<>isj\/^ 4- (p<^-;i/^;i/^-;u^^ 

(3 hD-4 h^^>7^-;v) (4-- h d- 

3-^ h*->?*=-)i<) *?)\/&&mft>n%o 
zj&vz' t^VNTs C6-i4TU-;bCi-6T;i/^;i/MJ:L'r0^L<«^> 

^>JS?^j, -hDl, ±IB^«© rmWi£tiTb£^Cl-6Tfr*fr&js -(C 
H 2 ) t -COOR a19 , -(CH 2 ) t -CONR a27 R a2 \ -( C H 2 ) t - 0 R a2 \ -(CH 
Jt-NR^CO-R^ -(CH 2 ) t -S(0) q -R a25 X{i-(CH 2 ) t -S0 2 -N 
HR^ffeSo 

ry;i/-7°D t>M&h% 1 5 moMWk&X-mWkZtiX C6-147* U 

-;i/Cl-6r;i/^;i/Sj btft^t»$ b < t±s 3-7;u^-n^ 
>^;i^ 4 -yjv^-t3^>^jv^ s 3 pd^>^;H> 4-^dp^>^ 
3, 5-i?^D0^>« 4 -T'D^V^Hv 4--hu^>i? 
;i>3£s 4 4-tert-y^K>« 2-hU^;v 
^-pp<^;i/^>^;i/as 4-hU7^o^f;K>^H> 4- (hh'D^> 

4- 4- (2-#;i/#3r 

S>;i/3£x 4 h^^>^>^;i/»s 3, 4, 5-h'J^hJr^>» 4- 

£;i/n ; e>r;i'^>^;i'^ 4 4- (V *^)\/T K ; * 

Cl-6T;Vdr;V«j . -(CH 2 ) t -COOR al9 s -(CH 2 ) t -CONR a27 R a2 \ - 
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(CH ! ) t -OR l20 X(±-(CH 2 ) t -S(O) (1 -R« 26 ffeD, JMfcfftfcii? y*JR?, 

mmm^ 0kmm?, trim, tert-^s, ukx**/* 

j*h3^>^ ^w^-y;^ sm^t^ 

-6T;i/=3r;i/Sj i:J±N ±IB^«© r^.^D^ci-67»;]/^;i/^j A»17515ffl0g 
Hflaftfciyu 2 -try 3-iryy;M*-;i/2£x 2 -gantry 

*-y-y-;i/-4 --r;i/^^-;i/^ 2-f7y;;Mf;Hs 4 y;i/**- 
;i/« s 5 -^r N ./u;M^afc. 2 jv-4 — r 2 

-tf-jn/f-yy— )V- 5 2, 5 -ytf-fti-YV— 4 -4 
4 -^;i/^:7^— 2 2, 4-^^^-;i/^T 

t^D u^-;i/^^;i/^ tw; ^;i/^^;i/3£ s 4-tr^y 
i-^^;i/tr^';^>-4--f;i/^^;^ 2- (4-t Kn^s/tr^y ^y) 
l- (tert-7h^>*M^) i^y^>-4-^;i/^;i/ 
& l -T-fe^;i/tr^.y ^>-4-4;M^;i^ l ^tr^y 

^>-4--f;i/^^-;i/*> tr^.^^n;v^^;i/S s ^e;!/* y ^ * *\>1/3£n 
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1, 3, 5 - h 'J7S;-;1/S, kp y e^UWak <i K 

tv/ y f p y s?-;^ u s>-;i/^> ^ y 

© 0\ny WbCi-6T;i/3r;i/aij ^ ±iS>£»© rci-6r;i/# y > -(c 

H 2 ) r -C OOR\ -(CH 2 ) r -CONR bl R b2 X{*-(CH 2 ) r -OR b, T*$)-So 

rniCl-67;WHj tlt^SKfis 3-tTUS? 
2-^DDtij^>-4-^;Mf;p& 4 - y sw* 
y y > - 4 - ^ l - ^f*K^i;y>-4 — f ;m 2 

- (4 - t FP^rS/ tr^u s>y ) oc^-;i/S N l -r-fe^-;nf ^.u s>>- 4 -^^ 
^;t/^s l- (tert-7F^j/A^-;v) ir^y >- 4 
^ l - tr^.y 4 --r;i/^^-;i/Ss 2-^;^ 

4-^Tv/y;i^^;i/«s 2-^w?yij>-4-f;Mf;i/Ss 
2, 4-^^^;i/f7^'jy-5-^;M?;i/a, 4-^f;vf7y-;v-2- 

-try 2 -*nney p>- ^t^ji/Ms 4-trysw* 
^;i/*s K^'ji?>-4->f;^^n N l -*?-;n^y y>-4-^;i/^ 
jum* 2- (4 - t b*D^fi/if^y s^y ) x^-jvat, l -T-tz^;ufcw; 

4--f 1- (tert-7F^p$/*jl/«) t^y^-4-^ 
;i/^<^;i/*s l- t^y v>~ 4 2-* 

>-4-J JVtf-fr^ 2, 4-^^W7V'J>-5-^;M 

^;i/*s 4 - ^f;vf7\;-;i/- 2 --f D> R a22 &tfR a23 fc:fcv> 

T fc* 2 - k y SW* R a27 &tf R a28 tc: *5^T li4-t'J $>;M f-j^SV 

4 -M-fr^-y^— ))/- 2 - ^;MfjvSffe^« 
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r^;i/-7'B ifi & »tf*LS 1 Tim 5 i®gHI-egl!l$tlT i> cfc^^ C3-82/ £ d 
T;i/=ap;i/Cl-6^;i/^;i/*j ti± N ±fia^«© rc3-8S/*nr;i/*;i/Cl-6:r;i/* 

o ^iwM ^-;va, 2- n^>^;i/) 2- 

S/S/^n^^r^;v^^-;i/a£ N 2, 3, 4, 5, 6 !7;i>;frD^ o^sdp^> 
h'j7;i/tP^^is tb*n^^^f;Hs ^ h ^r^^v^s 2 -:fr;^:^:^^ : • 
d ^sdp * ^Mf U „ R ai \ R R m * ^ T# K«F * b < fet Z n 
— Y-TbV(Z)w 



G\ G\ G 3 ^t>*G 4 i:b , r^SL<{i N Ztl^tl (C-R 1 ) N (C-R 2 K 
(C-R 3 ) Xtf (C-R 4 ) T?&tK G 6 i:lT^l<i«I?T^^ G\ 
G 8 ^t>*G 9 i:bT»*b<(ij^m^i?fe^o G 7 i:b-C»^b<{±s C(-R 7 ) 
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m.^hhxm^v<i±, G 2 ifi (c-r 2 ) s fr-oG'tfifcmmT-e&bs 
$f^b<tis g 2 # (c-r 2 ) N G 6 &%.mi%?, fr^G'&mmm^-zfot). ft*> 
$f^u<(i. G 2 ifi (c-r 2 ) ^ G^Eamm?, G^mmm*. ^g 7 m 

-usa [i] &t>* [in © 

6 ? vs 

- i 
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R'&tfR^^TJtfl; b < (±2«^Jl^T*feSo R 2 £:fcVAT£? * b < fct*;^ 
=^>;i^ -COOR", -CONR a2 R a3 Xtt-S 0 2 R 87 (#s3-^^BufB^«© 
MDo ) -C&Ds «ffcKF*b<tt*;i/**S';i/»N -COOR 11 Xtt-S0 2 R" 
t&tK Mt$ft b<tt*;i/^=ar^;i'SXid:-COOR al T-feD> b< 

HufB^»cDMbo ) #fc#*b 3 » 

>> ^ n */}i&X* & Z> o 

fc^V^T»*b<a:7xr:;w3£ N K'J^ 

y^ax&T-^r^i/^-e&tK ^tc^^b< t:^^ 
»c»si<^ 7izjn, vvpjvm, v^v-jim, truss? 

KU^^^vats l, 3, 5-h'J7^-;vSs trny;waSs K5i/y 
<i$wv)i^ l, 2, 4-h«;ryy;i/Jk ^h^vy;^ 
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7';;Hs t^yy^ -rv*wj^ *-t s J 
a, tn^-^ 1,3, 5- h U7y=;i/»xttfrv u;i/«-e$)D> H 

fc#£b<ta\ 7xr/H s KU Vfr&Ji&f-'rV V)l&t:$> *)s b< 

cdJ:^s R s St>*R 6 ttG 6 -^^^;i/h^l'teat-Sc^^$f^bv^o £fcR 6 ';& 

YlC^V^T»*b<{*s -(CH 2 ) m -0-(CH 2 ) n -, -NHCO r , -CO 
NH-CHR*'S -(CH 2 ) m -NR al2 -(CH 2 ) n -s - C 0 NR al3 -( C H 2 ) n 
- 0 - ( C H 2 ) m - C R al6 R al6 -( C H 2 ) n - ( C H 2 ) n — NR a12 — C H R al 

5 - (^IB^©^«(«McDMbo ) ffcDs It!?$Uiis -(CH 2 ) m -0- 
(CH 2 ) n -Xtt-0-(CH 2 ) m -CR al5 R alfi -(CH 2 ) n --efe t)> «&$?£b< 

6- 0-(CH 2 ) m - CR al6 R al6 -(CH 2 ) n --C$>So 

YtC^mb mSt>*nfc^V^T^Sb<{*0X«17&M4©g^T^D> # 
fc#*b<fci:(K Uli2-Cfe5o -(CH 2 ) m -0-(CH 2 ) n -fc::fc^-tMfc:8F 
Jb<lim = n = Ogl<lim=0^on= 1 X*& i*jf*b<lim=n = 
0T*$5o ^fe-0-(CH 2 ) m -CR alB R al6 -(CH 2 ) n -{c:^3V^TMt$f^b< 
&m=n=(K m=0*on=U m= 1 fron= Of Klim=lfron=l 
"CfctK i*)^$L<«:m=n=0t-fe§o 

Y^-0-(CH 2 ) m -CR al6 R al6 -(CH 2 ) n -6DB# N R al6 i; bT«F * b < »7jC 
^Jl^T'feD, R als ^bT»tb<(is 

-(CH 2 )^r-{^)-(Z' )w' 
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(Z)w 



4 




^A*S7 a:^;i/»cD^ X^b < t±YttG 6 -fc*fb-C^<fcfc{fc1t-r 2. c: i: 
J±p<^(ftfc|Btfef SC.J:* l « : *b<x 7x-iHlO 3(ftfc lo©gi«#gi0l 

*- * c ^b < ii7 1-^10 2^5^ 5 (it: i o-3o©em»#mm-f & c 

ii*sjff^bV> 0 

*fc5|BAs^T^U;i/3£©i:*Ya:5{ftfca«|-r«ii:*«fi t *b<s £©B$Z 



tt2flu 4{fcgb< &2&;&tMtek:em£ft£cifc;Wi;bw IHtitcSiB' 
jfif-ry u ;i/3tcD J:§(CH 2 ) n .-fe$fe5 c: h b <U £ ©Ht 
Z'l±2fs 4ffi«b<tt2ffi2aV4ffit:flllfe*n*ii:#*S bv>» 

C6-14TU— JU&j -Z&Zo 

<U>Cl-6T;i/*;VSj s -(CH 2 ) t -COOR aI \ -(CH 2 ) t -CONR 
. 2 r R a28 s _ ( c H 2 ) t - 0 R a20 , — ( C H 2 ) t — N R aZ9 C 0-R^-(CH z ) t -S(0) 
q -R a25 X&-(CH 2 ) t -S O.-NHR* 26 , m^^fl^umm^tlX & «fc V» C6 

b^tHiiis C6-14TU— C3-8i/^PT;V^r;i/*s C6-14TU— ;i/Cl-6 
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»s $/7/^ 7"nt;i/» N ^V7"n^;^ tert- 

y^frMs h V y^^ru^^)]/^ tKD^r^^^ 2-tFD^>xf;i/ 

-f v^y^—fr***/^ 3-^v^txjvt^i/S> 4 3 

;i/* s 3-7;i/^-D7ir;H, 4-7WD7i^l/I, 3-^? 

DD7izjH, 4-^nn7ix;i/Ss 3, 5-^7Dn7ix;i/^ 4 
p : E7 4--bn7ir;H, 4-^>77 7i-^ 4-*?-)\/y 

4-if;i/7xzM, 4-7nt;i/7ix;H, 4 v^p 
7xr;n, 4-tert-/f;V7i^;i/S, 2 - F'J7;vtn^f ji/7ix 
4-h | J7;i/^D^f;i'7ir;vi, 4- (th*D^i/^jv) 7i-;v 
4 - (2-t FD^^if-;v) y*-)v&, 4- h^>^;v) 7x- 
;b*s 4- (2 -#;i/7t?=^>;i/3^;i/) 4- h^>yb;i/^;u 

y^-;i/) ^ n:-;i/S> 4- h^r^*;i/^— ;i/y y^-;v^ x 4-T-fe 
?-;i/7xxM, 3 -i3)\>-#*r*/)\/7 i-;i/* s 4 -•t)jV#**/)Vy 
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4- (^;7nwu*JV«) 7ir;i/S, 4- (^^f;i/7^A;i/ 
7irM N 4- (^i^7V*M-M 7 x^;i/£ s 4 - [(2 
-t pn^-so^/i/) ;?x^;i^ N 4- [ 

y 7i^a, 4-bFn^>7i^S N 4-^b*- 

i/7x-;i/Sx 3, 4, 5 - b V* h=3r^7 4-ih^7i-;H, 

4-7Dh:;vt^^7ir;^ 4-^770^*^71^ 4-^ 
W*i/7i-;i/S, 4-fV^>fiW*i/7xr;i/i, 4- (2-^fV^> 
7i-;Hs 4- ( 3 -i'v^-fe^^^) 7z^ji/S, 4 
- (4 3 -^>^-;i/^-*^) 71-;^ -4- (2-7 , ot:-;i/t 
7x-;H, 4- (FiJ7;wo^f;mi') 7i-;i/is 4- (tF 
u**/ 7i^Sn 4- ( £ ;i/ ;i/ ^ 
£k 4- [ 7*^^-^) M-)\sOr lets'] 7i=M6 N 4-^^ 

y7;n-;i/^ 4- (^^7^7) 4- (j;^^7^7xz 

;i>) S> 4- 7x-;i/S, 4- (T-fe^i/T 5. y ) 7 1 

4 - (^^M-;V7^7) 7x~;i/^ 4- 7x^71/ 
4 - 7 4- M^-;i/7^7 -f =.))/) — 

;i/* s 4- (t^ j 7s;i/*-;v) 7x-;i/^ 4- (^<^-;i/T^ 
7x-jH s 4- y 7>;i/^— 7 x. -;i/g N 4- (tert- 

7*^;i/7 > ^ 7^;i/*- ;u) 71=;^ ^^p^^M^ -oswau 4 -7 
Dn^>i?;i/i s y^^^j^s ^oVM^-t/^ 4-7;^D^>$;;m 

^y^fr-fr**/^ 4-tert-7*fM>^mj/S, 4-hU7;V^D 
^^;i/^>y;i/^-*^^ 7x^f;i/^ar^ 2 2-^t^/u 
2 - tr y $>;i/3^ 3 - tr u swat, 4 - tr v >^;us> 2 - e ^ 

t^U^y 1 -t:^^ -;!/.*/ ;v7t?-;i/«, 1 - if d u s>=;i/* 
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>-4_^;v^5=-;v^-^^>^ 4 - k «; ^i/**^^ 2-tf^D^;i^ 

--f;i/pt^;i/^^r->S> 1- (tert-7h^>^-;i/) t^U^>-4 

--f ;i/p<^;i/^-^r->*> l- v^^u s> >- 4--f 

**S/»x 2-^^-;i/^T^U>-4--f;i/^^^^ 2, A-ittZ-frf-TV 

;v^^v r -;i/-4--f ^^;v^-^r^^ (2, 4 5 

--PI/) ^^;i/^-^r^s 'O^-f^S. 3 -7WP'<>V'f >>^x 4-^D 
P^>^;i/T^ySx 3, 5-i^^PD^>WU^ 4-h'j7MP^ 

-^pd^>^;v7V& 4-F'J7Wn^fM>^;i/7^& 3, 
5 -VP np^>y-f 3--hP-4-p< Y V 4 )]/T ^ J 

^ySs 4-p<^;i/7ai-;vx;i/^^;vT^^a^ z-^t^'J^^^W 

3 - t KD*J/K^y *J J % fr-R—JM^ 3, 4-^tFP^> 

i/tf^.»; ;i/Ss 4- (t kd^^^^) K^uyy*^-;^ 

2-^-#vtr^'j^y*^^-;^ 4 -^-^rv k^u 2, 

2, 6, 6-f h^^^K^'J^AM-J^ 2, 2, 6, 6 h 9* 

^;i/-4-t Hpdp^b^^u vj l -^-^v^^v^y >-4 
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JW^iS— N , N-t* (2-fc h* n 3^>a^;i/) 

v-ji- 2 --r;M*-;i/:rs a;!/^;^ 2 - (4 - 1 kd^k^u 
^;i.^ap^^{±4-^^-;i/^T^-;i/- 2 -^f;MW^^t*5o 

W^i, y^^;i/7^*s 7-fe^;v7^y& * y 

tert-7f;i/7^XM-M s 7 ^ ~;b^ N 3 - yfrtftt 7 jl—J]/^ 

4- 7MD7ir;i/S, 3-^pn7irji/S, 4-i?DD7ir;H, 3, 

5- ^7nn7i-;^ 4--hD7i-;Hs 4 ^;b:7 ai-;i^ N 4 - 
tert-7f;i/7i-Ms 4-bU7;^n^f-;V7xr;^ 4- M 1> 
dr^^b) 7i-*^ 4- (2-th*o^^xf;i/) 7^-;i/^ N 3-* 

fry 4-A^i')V7ir^ 4-^ h^>>7oix:;i/a, 

4 -#;w^-f ^i-;i/Ss 4-^^W7i-;i/S, 4- (i?*3-)]/7 5> 
71/) 7i-JH> 4-^f;i/7s;i/*x;i/7ix;i/S, ^>^;i/^ s 7 
i^^l/Ss ^>^;i/^-^r^^s 4 -7;v^-D^>i?;i/^-dr^s 4-^DD^ 
>^)l^^r^&s 2-3-7'JV ;i/2£ N 3-K'J 4 - fcf U 4 - K 

y ^;i/*^-;M-3^ w^;i/t*^a> 3 - 1:^ y 
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*v) i>>- 4-4 l- 

-^;i/^^-;v^-^^Ss 2 -^^7*;- ;i>-4--r;i/*> (2-p<^-;i/^t 
y-;i/-4 ->r;v) ^^;i/^-^r^»s (2, 4 -$>*?-;i^7 , vr— /u- 5 -4 
^^;i/^-^->^s 5 h^Wjim, 3 -7;i/^-D^v\/^;i/^ K^yy; 

4-t Fn^>;bt:^u^y ;i/ft N l-Knys?^* 

JI#;ift&gJ&»£bTSfc#?i;b<fcJu 7y|I^ tfaUR^ t 

3- ^DD7i^S N 4-7nD7irji/i, 3, 5-^7DD7xZ 

4- ^f;V7i-;i/Ss 4-tert-W7i^S, 4-h'J7A 
#u*?-)\s7 4-iJK+^7x^ 4-^ ^>>7x-jH, 
4-#;w\* ; e-r;i':7 3i-;i/Ss 4-^ji/^7x-M^ 4- (^*^-;i/:P3. 

tfewJ:bt^SU<lilXt±2ffe^ r N t lz&^Xtfr£ b < & 0 , IX 

T$?f; b < & 1 T»& t> s q i: LT^t KliOXIi2T|)5o 

^fes r^i^tm^n^©^ aiiis ±ia-j»^ [i] xfct cm t-^^ 

fifths U>i^ *<b7j<m^oM^ ; Xii^j-e?^ ^p>^ 7 

teTkMfci- h U ^A, ?Jc^b* U £A, J* s TkMfc-? if^i/tf A, 
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^fes ±b— [i] xtt [in T'm$ti%fc*&yofcjo^xi±s a^oms 

tisastts kbsiIs #«?#js jmjbu raftk ££»u «#»k mmm> jufc»u 
%mm. m&m. -tmak tt«3k m^j. wiis ^©^jp^Js Atttt 

\z\±7k. ^^y— .notti'OSWT/ni — ;v^©^;i/n— ;k ?i?'Jxf 

*iSfcj;Dtt*!k «Js *su *«u 4*&k &mm, &m\, mm. 

tj-y^zAMs hn-^j, ^T^J—)^nk ^u^^;i/^Js MMffl, s/uy 

AVtb^tzbs 1 0130. lmgMl g0$5B-Cs 1 0 1 IgJTJrS*®^-^* 
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#x^ic*v>Ts Kj*«co«iattaiirfft>ix*5EriS , cffittt«k<x 
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*&fc«i;D»&fta«L<ttr|JjR©fls^% [1] N, N-^p<^-;i/^;i/A 
7^ r* (DMFK h-h U;K rh7tt?D77> ( T H F) s h;i/^> 

*S*©#£Tx sKl>tt^#*Ts MXttJn^ffT-Cs [2] £ 

HJ&$-&Sdi:fc<fcD'fb"&«i [3] SftsciiitfW**,, 

<b^% [3] 3i^y-;K thf, »»x?-;w ml tM§© 

io$4Ts MXttAP^ffT-ezfc^b-raifcfc.fc K>ih&m [4] 

j:*«m^§o it^m [3] #u iMibSg-*;^ mmmi-vv*2> 
fcfc<fc&Yb^«& [4] *»scfc*m*s« 

H£ 3 IS 

flS«&«I [4] £ s DMF, 7thzhiJ;K THF. ^pp*;i/A, lixf 

;k i&ik*?-is>s bJ\s*-> mammas ^t/i/u^i/^tuvur^^f ^ h*-S\ 

7 ai * U ;i> T ^ H «S©*'&a!j;ftU f #® £ Jte DT N - 1 K P ^ */ X ? */ > 

>r ^ h\ i -t: KPdp^^>y h vr\F-))/mziiQ%.Xs C5] 

J:i^ts;i:i:J:!j7^ IMbiirtj [6] c h#m*3 0 

BMh-&% [5] ^m<b^^-;K aifl3^-9-U;i/^-CSS3»*nsKM^>f Kilt" 

fli-a* [5] ©tStt-fbM^fcu h'Jxf;i/7^, W^As 

.tDT 1 ^ HYb^«9 [6] *»adfcfbm**o 
i4ii 

fb-ar^i [6] &^y-;K p<^^-;k h;i/^>> dmf s ^d^a^ 

©«**«b<t±^*«i^ Ms mm> %?mm, v>n> #uu>Bk 
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j; t) fc&m [ 1-2] *n s ci t tfi s <> 



R 



Illg 2 ? 1 N0 2 



-2Xg R NH, 

R 2 ! / 2 



" ® x ~£)~ coRC1 r Cs) 

[3] ^ [5] [7] 




[8] 




aiikHUc^ttfft^ii C5] Ki^ncttiDs rti'&w [7] 
1» [8] zmzztw^Zo 

M 3 XI 

[ 1-2] itm S CI t * S o 

mm i—3 
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<bi» [4] £^ Mbilrf&J [9] **y-;K ^9J—^ mm, 

DM F s THF, *DD*;i/A«S©$g8|fK WXttJn^frTTKJte*** C 
fct:J:t)flj*4to[I-2]ft»*ca:3Vm*»« 

<b-a-#3 [4] £ s Ms ^ts 7th-hiJ;K DMFs -hO^>-« 
> s h;Wcn>^CD^4i N ^>\/7D^rit> N iM?>*>, 2, 

ffliftlPJ©^^Tl^^^lii#4T■e^ flni&Ts T^^t Nbi» [10] tBifoz 
-fr S c J: fc «t D fbiirti [ 1-2] a c i: * m^fe 3 „ 

ft^tfe [4] fc*;i^>K<b-&«i [li] <^ y>« % u>®> * 

©*S!#5£&5*-r« «K*CCltftt N R\ R 3 ^TJ ? R 4 * s 7jc^Jl : PT"$)?)«^©R ii 
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NHR c4 R' 




[1-2-1] 

{:S*K Elif^ ~(CH 2 ) 8 - -0-(CH 2 ) s -Xli-NH-(CH 2 ) s - (- 

;v*r-$>b, ^©ffe#f3#&iiu?£©3iDT-&£o} 
nut 

±lB3tt^fcH«lfcUT^6naft'&«!i [1-2-1] ^*^-;k 
T H F N y*=*tf>$$©»8|iK e^tt^tt&fc&fcjjcfc©^^^ ym 
ibi-hV^A, TkWLfctiVV&s JMt*U*A N *»^hU^^i*tSf©**tt*fr 
Tx Ms ?«ll^©tttt^fl : TT?iP*^»-r*ii:fc:«fct)^«9 [1-2- 

2] £#£c:h#£H:3|53o 

fl3^«U [1-2-2] £ N I«l-l©i3ll^Wffimil [12] 
^•B-S^iliClct !K -fb"&& [1-2-3] Sf#Sdfc*sm*So 




[1-2-4] 

±fB^si:i^i{3bTt#^n^<b^ [1-2-4] tK> ^^y-;K 
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&m [1-2-5] &#sci:#ffi#s. t h*D^i/;ur s. >®jfiffitft*$<z>ffi«fflv^ 



S/K (DMSOX 7t h-pj;K ;k x^y— ;k *4$<z>ttllttK 3 

[1-2-7] fc^aciuPfflSfeSo 




[1-2-6] 



§£&3 
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*-(CH 2 ) n -s *-(CH 2 ) n -0-s *-(CH 2 ) r CO-Xii*-(CH 2 ),-C 

^<D&m& tamcom t> t* & % <,} 
fc&to [13] ci3^tR ci ^\py>i^ffe§s^ ±mmmtmm^vx 

nbtlZfc&M [1-2-8] DMF, DMSOs T-te b - h U;K cc*^— ;K 

gaxiaaqatefeff^ [13] fcs*£«*£fcfc<fc?>'fb-&*5 [ii-2-i] * 

<bl» [13] £^TR cl #7k^»-£&5*§1§K Yb-&#J [13] (D7km& 

§s ttHb*-*=;i/s H^<bu>s eg^-m^- b »; 7i-;m7^ >s£-e;\p 

V>m?lz$tZ.fz'&s MM(D73&T-fc&m [I-2-8] £HJfo£i2-£;ii:fc:J:?Mb£- 
% [II-2-1] £fcs <b-&*& [1-2-8] D M F N 

7^F^>'J;K THF3£©^(K h U 7 x.—)V^7-i y-7Wf3)Vi$l/ 
MPx-rjvmfc&bfc'&M [13] tftmBifo*£it2>zk:tz& \)fc&m [II-2-1] 

nm^\,xih^m [1-2-8] Rmt&m iui xbit&ih [1-2-9] 
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- 2 




[1-2-10] 



,NH 



R c1 — G 2 -^B^-(Z)w [15] 



N— GH B 4— (Z)w 




[I 1-2-2] 



Hal 



-G 3 -Q-(Z)w [16] Xtt Hal-8-R c8 [17] 



X 



U_ G !^jT}_( Z)w [II-2-3] 



X 



N-B-R c8 [1-2-12] 



R rt «*C,.. B 7VI/*;pa6&**U G 2 fc**-(CH 2 ) n -X&*-CHR a,s - 
G 3 «-CO- N *-CO r s *-CONH-Xtt-SO r ^^U * 
Oflb=&gB^ tt tu p&CD M D 1? & S o } 

±K*iSi:H*fcbT»6n«r:hD^* [1-2-10] Ktt 1 - 1 <DM 

2JLmtmm<n*&T~Bim*ft5zt.iz&y)ib&w [1-2-11] ^sct^tt}* 

% o 

[1-2-11] mm3- 1 tmuMmizx.mh&i®) [15] t-r^^ 
WiJ:t<t b<ti^ [i 1-2-2] zmzzhiifim&Zo 

[16] fc:|3^TG 3 #-CO-^ -CO r M-CONH-©^ ih 
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[i-2-ii] mmi - i®m3^mtmffi<z)7:%kX'fc&w im xt^)v 

4bT& ZLttZk *}i\j&m [II-2-3] t&lti&Zo 

tfc, ci6] \z&^xg s &- so 2 - <Dm&, mm i - i z>m 3 nimx 
tiz&y) s fc&m [n-2-3] *n ^^^So 

TOtbT^^rtJ [1-2-11] >fb^ [17] X" T JVltT & itti D-ftl-o - 

% [1-2-12] ^ffs^^^m^^o 

|H|^^UT*iiS^«VNi.^i:fcJ; b<b^ [II-2-2L <b-£^ C 1 1-2- 

3] RZNb&VQ [1-2-12] <D*JW.Wkfo (=mT$» t&lti&Z o 

[1-2-14] R a13 

[II-2-4] 




^1— ( 



0 



[181 s^|j-( CH 2 )rR a1 ° 



H 2 N-(CH 2 )-R a10 [I " 2 " 15] 
[19] 



(5£"K R^iiC^^l/^VS^^L, G 4 tt#-(CH 2 )„-, #-(CH 2 ) a -NH 

#-chr'»-4*u dc-e#»Siifc-r^T^ >fcM^r-rs«*^bs ^ 
lug 

±iBM&fc|6|«£bT^k*i£<fbi§rtJ [1-2-13] i^2-lfflill^i: 
mffi(DJ5&XRm$l£2> Z £te& 0 N ^b^rt) [1-2-14] o 
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it^m [i-2-H] - i<Dm2JLmt.mm<oi5m'Ztti&m [is] tBim 

£M:Z>zk\£&\), fc&m [II-2-4] S?!5C!:M§o 
IfeiiCbtfb^ [1-2-14] SWb^i [19] kbih-SM [1-2-15] *m 

mm 4 

[II-2-5] [20] [II-2-6] 

t-3B&£ftT&<fc^C 6 . 14 TU— ;i/«s S&^ftTfc ^JSTO 

±IBM^i:™i3bT#e>tb?)'fb^ [H-2-5] £ s DMF N T-teh-hU;K 
1, 2-i?A T H F n h;i/cn>, TK^CD^tf, =5- Y \) 

lk—yir)W Uih 1 , 3 - tr* (^7i-;i/^7^ y ) rn/^ry^ (n) 
U U £ As h U ai^T^ >^CD^»#ffiTs ^MXi^D^^T*s 7" U 

-jv&Mib'&m [20] i:Sjte***ci:lc:J:&'fb'&«i [II-2-6] %&&z.t.tfito 
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[II-2-7] [II-2-8] 

±fB«^T'#£ft3-fbl^l [II-2-7] fr*^ §U&3- lCD^^itTOl'.bT'fb 
^ [21] iiSj&^-fr !k [II-2-8] tH§i:i;«5o 

^4-3 

Hz&tf&lh&W [13] ©t£#:iSiB/i-y^ ^fe^T^^o 




x.h*5/*iJl'tf—fr&s t e r t - -7b*i/%frtf—Jl&^<D-tUl/tf>M 
mix® 
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T'J-Jl&mfc&W [20] t&.JfoZ&ZZtlZ&bs its® [23] met* 

±ia»acfclH«fcbT^I6tb*'fb-&«l [23] £ N »ajfc:«kD»7C > r«cifct:i 
!K fls-&4fc [24] £*§££i:#m&3o 
0iJx.fc£s <h<&m [23] £ N cn^y-;i/ N T HFfOSl^ 7jc^ 

SJDtt&tfTT? SJfe i: <fc i> [24] . * ft 5 z: i: # * . 

HI 3 

±tmmtmm^vxm^ti^ih^ [24] & N i, 4-i?**v>, 

m [25] IffS^t^S. 

±tmmtmm^hxn^ti^it^ [24] x«± [25] m&3-itmm 

Ofi&Hfti'Mto [1-2-8] fcSJ56**5ii:fc:«kDN <b^#) [II-2-9] ZftZZLt 




[44] [45] 
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^m^v<i±mmiz^\)n^ti^^m [4i] nmtz&ioTv-K&mM, 

itt^u tK <bi» [42].£f#3££#ai:fc3o 

#S;L<&- 1 0 0 75M1 0 0°CT-fb-£rtJ [41] £:ix.Jfo£ C <b£ <£ tK 
fti^W [42] *m%Htifim&Zo 

±IBMSt|5l1t}'bTf#e.n^'fb^rtl [42] [43] ^K^t^iJ: 

fcitK <b^rti [44] *mzz.t&m&z>o 

[42] yifM-r;P N -<>-tf>, h;i/Ji>, THF^CD^*, 
}fJL<liTHF»; ^^M^M^Ts $f^b<«- 1 0 0 0°C 

x°%.j&mtz>ztte£t) s ih&m [44] ^tf^^h^m^^o 

W> 3 JC^i 

±fBl^£IM£bTt#&;ft;Mbi» [44] *s tS4-30i3xii:l?II 
©^-^^n^Xb-r^ci ttJ: D> [45] ft* So 

fls-&» [44] »*u<H:h;i'3i>*i«pf»s ^b^^-;v^t5^U^>t?M 
A$t5i tfcJ: tXb&W [45] £^S£i:#m*£o 

<fbi^tJ [45] &MmB<DWr&, f&:b*>> SIB -( Z )wg&#hB|B' -( Z' )w' 
SB##03-©»£\ it&m [42] V»^>, 

0°CT-HJ&£-tf-£££K £ ih&m [45] 3 i;^tB*-5o 

mm 4- 5 
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mis^u<i±B6^j©^fcj;t)^e.ns'fti^ [26] t:m»t:«kt)««a*?9 

Af*£i:fcJ;DN ik&W [27] c i: &til%:Z>o 

09;lfc*> R' u tftert-^;Hi®i^ [26] THF N ^PD 

D-fb^tt [27] £f#S£h#m*3o 

±fa«ttfcR«fcU-C»6tb«flj'&« [27] (ZM^SfcN- 
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1-2-10] *mz>zhifim&z>o 
±mmmtmu^\;xnt>ftz>tti&m [n-2-10] m&4- 1 tmm<D^m 

HTU-JV^m^^l [20] bEilfo$-£ZZblz&t), fc&W [II-2-11] 

±I3M&£IWfcbT^£*L£<bi^l [II-2-11] ©R cl3 £, fjmtJitJJM 
$«:J:i:J;^ <b-£rti [II-2-12] §f^cJ:tfa*4o 

S©t^ <b-^#J [II-2-11] £s i'^DD^X ^DD^AfCDii^ h 
>J7MD@^MIt?i;i:fcJ;DM [ 1 1-2-12] £t# 3 £ t#m*3o 

±fB»^£ll^fcbTf#&ftS<bi^ [II-2-12] Wfol - \(D%Z^Mb 
mm<Dj5&-efc&® [28] £7$. VMteZ&ZZblZjL t)s fb^t) [1 1-2-13] £ 

±mm&bmmtehxmt>ti%<b&m [11-2-13] ss2-i©iini: 

|s|«l©7j&T-J3^M£*3££fccfc^ ikte%fo [1 1-2-14] d £: tflii&Zo 

«*fck R cl4 ^^^;^©fc^s fb^rtf [n-2-13] ^^y- 

■y-m^bfe^ mmzwL&ki?%ztte& [i 1-2-14] -znzz. 
mm 5 
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Hal 



-£a^-Y-(T)-(Z)w 
[29] 



HIS 



HC=C— R ,,s 



R e 1 5 — C =c-^A^-Y-(T)-(Z)w 



[31] 



[30] 



I21g 




J^A^-Y-^B^— (Z)w 



SfS3X*I 




[II-2-15] 



[33] 



[32] 



r t-yfj^7i-;i/i/ y;i/3£^©«as-e*Dx ^ofib^fB^^tuxEcD® t) 

±saists^u<i±#ttfc«ki)^&na^«i [29] dmf. t^y-yv 
( h ij7i-;^7-f >) ;^^<>a, tr^ ( h u 7i-;^7-f >) 

« [3i] zmzzt&iii&Zo 

gt<l±7;V3-;i/ili:DMFs T-feh-hU;K thf, 

7DP*^ ^7DD^^, SfSllfiK Mlt*3-l'>s b))/x.>mt<Dm 
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&®m*s Ax jasw-hyfrAs #iMby*-*/^ 

7«*U>>^ TMKbV^A, TK^b^hU^A, 2K*fl3*U«>A^©«a& 

mmi - i<om iT.ntmm^vxm^>n^\j^m [32] ti^soiiigi: 
±mmmtmmizvT&t>tiztti'&® [33] dmf n r-th^MUK t 

3->-fb«(I)<fO«ltt«teU<H:ttftl^7S;^A (II) mcD^v*? 
A««0#ftTs ^fiXttJD^f^T-Cs 3t<bMlfo£*S£i:fc:<fc!K <bi» [I 
1-2-15] £f#&;i£#m;*So 

MS 6 

-f^*V [1, 2 -a] t'J^VSMtsm 
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±fa»S^U<tt^*t:«kD»6tLS^«B C34] 8«1-I0»3li 
tU&HDJzmufc&m [35] fcT'S.Kiji^;* 0, fb^fc [36] 

±IBKiSfc«fce>*&ft*'fb-&to [36] £ N *«fcJ;i>»e>ft«^y = *--;i/K 
M [37] fcSJfc£"*3£i:fc:J:tK fls-&*B [38] ft»sc-i:*«ffi#*. 

<b-£«5 [36] tftitT> 4b-&«& [34] ©K^-f h*£ffli>Tfc £v>o 

fc^® [39] £*#££J:#mifc3o 
08*. « N H a 1 tfJIIfWrP©*^ Ih&W [38] &#£P^ U < t±&mgkftT, 
DMF S 7* b— h y;K THF n i'DD^A, ^DD^X SFIfc^^K 

h;i/^>^©i§*£tK AffSfca&&«£fcfc£!Wb'£r$i [39] £f#££i:#ta 

±f3»ScfcJ:D»&n%fli«&% [39] UTiSafb < (WB¥8 
-4 8 6 5 If) fc«kDf [40] fc N <J ^A s h U ^ 

A, TkiMbUi^A, *iflith'J!>AN *»<b*U»>As **flsy*"»>A N 7K 

^b^-hU^A, 2fc**b*y *A^©ttX©#:£Tx iSXIi»^ftT> ^ 
*«L<tt&»&^#4b£JSS£*<5£i:fc:<i: !^ Yb-£t? [II-2-16] 

±IBffiSS2 75M4{'^^nfeM^(±x -jK [I] XV [II] 
V-f ^ y^-;i/W^©-fb^> 0a*.«rts-&40 [II-2-15]s [II-2-16] ©^fiRtc* 

*^bjc^§-«[ i ]sv[ii]T?^*ns'fb'&«52av*©»JS*«c* 

TPS^^iX^^©T*«^V>o 
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mmm 1 

2- [4- (3-^0^71^^^) 7i^Jl/] - 1 -i/tru^i/jUfOV 

Ig 1 : 3 hu&&mn*m<<D&kM 

4-^DD-3--hn$IS^ (300g) *x.?-)]s7)]/=i— )]/ (1500ml) 
»U *#T^Bftm (100ml) SSniU 7B$|ffl;(ni3ft»«El/fco KJ©****ca«s 
*fmbfc*gia*««lU (332g, JR*97%) £f#fc 0 

lH-NMR(300MHz,CDC13):8.50(lH,d,J=2.1Hz), 8. 16(lH,dd, J=8. 4,2.1Hz), 7.63(1 

H, d,J=8.4Hz),4.43(2H,q,J=7.5Hz),1.42(3H,t,J=7.5Hz) 

X@2 : 4 - i/^ - 3- ^ h P$IS|if Mlil 

|yXtt§f)tlfe 4-^DD-3-n h Dglt^xf /I/ (330g) 
h'j;V (1500ml) £*§8?U fPv^*i/)\<7$ > (220g) N hU:n^;i/T^> 

d95g) ^jd^> ^i»iftii^ufco m/s^***^^ mmLt^m^mm. 

U ^mh^m (400g, 1R^94%) £*#fc 0 
lH-NMR(300MHz,CDC13):8.87(lH,d,J=2.1Hz),8.35-8.46(lH,m),8.02(lH,dd,J=9. 

I, 2.1Hz),6.87(lH,d,J=9.1Hz),4.35(2H,q,J=7.1Hz),3.65-3.50(lH,m),2.14-1.29 
(10H,m),1.38(3H,t,J=7.1Hz) 

Huxa^t#?>^fe4-->^n^^^;i,T^ y -3-^ b u^mmm^^ (400 
g) ^M^?-;]/ (1500ml) s x?-;i/7/l/n-/V (500ml) t^b> 7.5%^^ S> 
>>A^ (50% wet,40g) *^D^. N 7 & MAE* fit ^#0 bfeo *M£3#JU tt 

Us mmih&m (289g, ir^so%) 

lH-NMR(300MHz,CDC13):7.57(lH,dd,J=8.4,1.9Hz),7.41(lH,d,J=1.9Hz),6.59(l 
H,d,J=8.4Hz), 4. 30(2H,q,J=7.1Hz), 3. 40-3. 30(lH,m), 2. 18-2. 02(2H,m), 1.88-1.1 
5(8H,m),1.35(3H,t,J=7.1Hz) 

X@4 : 3- [4- ( 3 -70^7 =*$✓) ^W-f;i/] 3. ^ —4— N >7 D 

4- (3 -7X3^z7x.J %mmM (74g) J^DD^W (500ml) 
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j$¥U (33ml) S^^^*M7 5 K (MUM) *toZ-&M 

nmmmnvtzo Rmm^m&mmv, usomi) tz^m^tzo 

;i/ (66g) (D^^DD.^^y (500ml) s h'Ji^l/7*> (71ml) M£*&Tb, 

mmx:, ^^)v^—^)^tn^x^mit\u, ^n^mmLxmmb^ (i29g 3 

W95%) 

lH-NMR(300MHz,CDC13):8.00-7.78(4H,m),7.66(lH,brs) J 7.37-7.18(3H 3 m),7.13 
-6.59(3H J m),6.72(lH,d,J=8.7Hz) J 4.50(lH J brs) 5 4.29(2H,q,J=7.2Hz),3.36(lH, 
m), 2. 12-1. 96(2H,m), 1,83-1. 56(3H 3 m),l. 47-1. 12(5H 3 m) 3 1.37(3H,t, J=7.2Hz) 

X15 : 2- [4- (3-70^7x7^^) 7^— - 1 -S/^ D^iX 

tffx^T-^^nfe 3 - [4- (3 -70^7x7 *->) r^y- 

4 -^^U^^^T^Jit^mm.^)^^^^ (129g) (600ml) £M 

iS^^HlM^tl (124 gl W99%) £^fco 

lH-NMR(300MHz,CDC13):8.51(lH,d,J=1.5Hz) J 8.00(lH ) dd 3 J=8.4,1.5Hz) ) 7.67(l 
H J d s J=8.4Hz),7.63(2H,d,J=8.7Hz),7.35-7.21(3H,m),7.17(2H,d,J=8.7Hz) 3 7.14 
(lH,m),4.42(2H 3 q,J=7.2Hz) 3 4.38(lH 3 m) 3 2.43-2.22(2H 3 m) 3 2. 07-1. 87(4H,m) 3 1.8 
0(lH,m) 3 1.42(3H,t 3 J=7.2Hz) 3 1.40-1.27(3H 3 m) 

mmm2 

2- [4- (3-7p : E7x^^$/) y - 1 eus^Sz/WO^ 

H»JiT«t#e.tife2- [4- (3-7n?7i;*>» 7i-;H -1-5/ 
^D^^i/^w-f ^*V— 5 -*;v^>^^^;i/j:^^;v (l.Og) 
h7bFD77> (10ml) s x^-;i/^3— ;i/ (10ml) fc»»U 4NzKKlT3^- 
h'J^A (10ml) £jniU lftnttftSttLfe. SffittSttHttlBU SMSfc* 
£JD;U 6NMT«fcbs tfmbfc^STObTs &m4h&m (0.9g 3 IR 
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Hu&:255-256°C 
FAB-Ms:491(MH+) 

1H-NMR( 300MHz , DMS0-d6 ) : 12 . 75 ( 1H, brs ) , 8 . 24 ( 1H, s ) , 7 . 96 ( 1H, d, J=8 . 7Hz ) , 7. 8 
6(lH,d,J=8.7Hz),7.71(2H J d J J=8.6Hz) J 7.47-7.34(3H,m) } 7.24(2H,d 5 J=8.6Hz),7. 
20(lH,m),4.31(lH,m), 2. 38-2. 18(2H,m),2. 02-1. 79<4H,m), 1.65(lH,m), 1.44-1. 20 
(3H,m) 

mmw3 

mmm 1 ® xg 3-ef?.iife3-7u-4-^^D % ; &Mmm 

(130g) N *?fl, 4-fc FP*$/^>X>r ^5*— httfflMfi (139g) 

(1500ml) £;&D;U 4B$^jfJ0^it^Ufco EJfcJSfcSmbfc^ Iff 
WLfc*SS$*fcb*®ftj-&% (131g, 1R^72%) £f§fc 0 

lH-NMR(300MHz,CDC13):10.02(lH,brs),8.21(lH,d J J=1.4Hz),7.93(lH,d J J=8.6H 
z),7.83(lH J dd,J=8.6,1.4Hz),7.48(2H ) d,J=8.6Hz) J 6.95(2H ) d,J=8.6Hz) J 4.39-4. 
25(lH,m), 4. 33(lH,q,J=7.0Hz),2. 35-2. 18(2H,m),l. 98-1. 79(4H,m),l. 70-1. 60(1H, 
m),1.46-1.19(3H,m),1.35(3H,t,J=7.0Hz) 

2- [4- ( 2 -7Df - 5 -^DD^>^;i/^-^ri/) 7^— — 1 — 

2-70^-5-^00 (50g) MN-yp ; EIii<^ ^ h\ N, 

;v/DU*^^ HWJ3T#e>tlfc 1 -t/9u^3c*/)\,- 2 - (4-bHD* 
^7i-^) ^W>T 5. ^V— 5 -#;i/;t?>^:n^;i/;n;*^;i/ (50g) £^ 
^fMi^TU' (300ml) fcjBUBU R«*U«>A (38g) £flD;L80 o C(c:Tl 

3UHb-&«a (50g, W64%) 
1H-NMR ( 3 00MHz , CDC 1 3 ) : 8. 50( 1H, d, J=l . 4Hz ) , 7. 97( 1H, dd, J=8. 6 , 1 . 4Hz ) , 7. 70-7. 
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57(5H,m),7.20(lH,dd J J=8.4 J 2.5Hz),7.14(2H,d,J=8.7Hz) J 5.17(2H,s) J 4.46-4.30 
(lH,m) J 4.41(2H,q,J=7.1Hz),2.40-2.20(2H,m),2.02-1.21(8H,m),1.42(3H,t,J=7. 
1Hz) 
^MM 5 

2- {4- [2- 7i^jl/) - 5-^DD^M^>] 7 x. 

!H«iJ4T-»£>*xfc2 - [4- (2-:7*P^-5-7PP^.>^;V:tf-^>) 7 
- 1 d^3f-S/;1/^>\M $.y*J— )i- 5 -*;i/^>BR^^-;i/3i^ 

(49g) „ 4-^DD7i-MD>i (18g) S£>*^ h^*7 h U 7i-jb 
7tX7^ W19S>>>A (lOg) * 1 » 2 h*is*9> (600ml) till, 

mis** (300ml) zmmtu^mrnvtzo smk^pd^a^d^, 

«ft ^PP*;VA:WKa:^;i/ = 97:3) Tllbfco H?»tifeittlt: N 

(44g, IK^85%) ttntzo 
lH-NMR(300MHz 3 CDC13):8.49(lH J d ) J=1.4Hz),7.97(lH,dd,J=8.6,1.6Hz) ) 7.70-7. 
60(2H,m),7.55(2H,d,J=8.7Hz),4.95(2H J s),4.48-4.28(lH,m),4.40(2H,m),2.02-l. 
20(8H,m),1.41(3H,t,J=7.1Hz) 

2- {4- [2- (4-^D7xz;i/) - 5-^D^>^mj/] 731 
-M - 1 - i/^n^S/;i/^>v^-f S^V— 5 -*;i>#>K©»l5g 

aSifi08 5T?»e>;ti;fc2- {4- [2- (4-^D07x-jl/) -5-7PP^ 
>^;i/^-^r$/] - 1 - i/^DA+i'/KV^'f ^ ^;-/I/- 5 -*J1/ 

■#>M^)\<^X5r)l (43g) 2 tmWi<DJ5&lZ & »K ^MYbl^ 

(33g, IK$76%) £f#fco 

iM : 243-244°C 

FAB-Ms:571(MH+) 
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1H-NMR( 300MHz, DMS0-d6):8.32(lH,s),8.28(lH,d,J=8.9Hz),8.05(lH,d,J=8.8H 
z),7. 76-7. 72(3H,m), 7.58-7. 46(5H,m),7.40(lH 5 d, J=8.3Hz), 7. 24(2H,d, J=8. 9Hz), 
5. ll(2H,s),4.36(lH,m), 2. 40-2. 15(2H,m),2. 15-1. 95(2H,m), 1.95-1. 75(2H,m), 1. 
75-1.55(lH,m),1.55-1.15(3H,m) 

mmmi 

2- [4- (2-^n : E-5-^h^'<>^**i') ? - 1 —> 

HJ6«4 fc|^«fcbTs mMM3T-'&e>tltc 1 -*/9V^**/fr-2 - (4- 
b KDdr>>7i-;i') ^ 5 -*;i/^>^3i^;i/cn^^;i/i:2 

-:/n^-5-^ hap^>^>i?;i/^n * l*a»e>£»fb-&-«& (59g) 
H3fe0!l 8 

2 - {4 - [2 - (4-^PD7i-;i/) - 5 h^rS/^>^;i/*^^] 7 

nMM7~£nt>nt£2- [4- ( 2 -^P^E- 5 h^r^>^l/t^^» 
7 ^ - 1 -s^p^^i^ov^ 3. 5 -*;i/#>gl:t^-;n. 

X^;i/frkflJte0iJ5 fcH*©*4SfcJ: D35Jfirti-&*0 (48g, 1R^77%) 

lH-NMR(300MHz,CDC13):8.49(lH,d 3 J=1.4Hz),7.97(lH J dd,J=8.6,1.4Hz),7.64(l 
H J d,J=8.6Hz) J 7.54(2H 5 d,J=8.7Hz) 3 7.37(2H J d J J=8.6Hz),7.31(2H,d,J=8.6Hz),7. 
25(lH,d J J=8.4Hz),7.19(lH,d J J=2.7Hz) s 7.00(2H,d,J=8.7Hz),6.97(lH,dd,J=8.4, 
2.7Hz),4.98(2H J s),4.41(2H,q,J=7.1Hz),4.42-4.29(lH,m),3.88(3H,s),2.40-2.2 
0(2H,m), 2.01-1. 88(4H,m),l. 83-1. 73(lH,in) J 1.42(3H,t,J=7.1Hz) J l. 41-1. 25(3H, 

mmm9 

2- {4- [2- (4-^DD7i-;i/) - 5 Y^-ts^l/Ph***/] 7 

^J60J8T!»S>*i£2- {4- [2- (4-^071-^) -5-* r=^> 

;i.^>^^^;P3i^^;V (52g) ^Jfe0>J 2 £m<Z)£&C£ >>Mfti-&tt 
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(44g, l«89%) fcfffco 
I&j£:248-249 0 C 
FAB-Ms:568(MH+) 

1H-NMR( 300MHz, DMS0-d6 ) :8. 20( 1H, s ) , 7. 88( 1H, d, J=8. 7Hz ) , 7. 85( 1H, d, J=8. 7 
Hz),7.57(d,2H,J=8.6Hz),7.46(2H,d J J=8.6Hz),7.44(2H,d,J=8.6Hz),7.29(lH,d,J 
=8.5Hz),7.24(lH,d,J=2.6Hz),7.11(2H,d,J=8.6Hz),7.06(lH,dd > J=8.5,2.6Hz),5. 
04(2H,s),4.26(lH,m),3.83(3H,s),2.38-2.29(2H,m) 

1 -$/pu~s*i/)]/-2- {4- [ (E) - 2 -7i-Mfr;v] 

H»J 1 ©X*i 3 f# ftjfc 3 - T ^ y - 4 - ^ ^ D -n* tyjVT y $isi 
;i/ (500mg) ^^^-;i/T;i/n— ;i/ (6ml) *^Tn h^>^-4- 

X^^>*;^7;i/rt K (397mg) &/rn*^ g?SfctOT#bfeo 

7th-h'J;V (2ml) CgilH> i ;7D^> (259mg) *M?L, 5 
0°CtT7BtP^!i#bfeo KJ6**3!K^U 1 NTk^fb^ h U t> A (0.1ml) ^SPx. 

h^77^- (5Hii n-^iJ-> :»»a^-;i/=4: 1) t^lU mMih^ 
m (540mg, 1R^63%) £f#fco 

lH-NMR(300MHz,DMSO-d6):8.28(lH J d,J=1.4Hz),8.01(lH J d,J=8.7Hz),7.90-7.80 
(3H,m),7.75-7.65(4H,m),7.50-7.25(5H 3 m),4.35(2H,q J J=7.0Hz),4.31(lH,m) ) 2.4 
0-2.20(2H,m),2. 00-1. 80(4H J m) J 1.63(lH,m) 5 l. 40-1. 20(3H,m),1.36(3H,t,J=7.0H 
z) 

IS6fe0!l 1 1 

1 ->>^D-\3r^;i/- 2 - {4- [ (E) -2-7i-;i/t-;V] y 
mMM 1 0T-=f#e>tife 1 -i/im.^**/)],- 2 - {4- [ (E) -2-7i- 

;i/bT-;i/] 7 1-^} ^v^'f ? ^-jk 5 - *;i/^>Sx?;nxr;i' (12 

7mg) HJS^J2 i:|5j^(D7a^^J:bs *®fb-&& (116mg, JR*97%) £ 
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ntzo 

■£ : 300°CJ^± 
FAB-Ms:423(MH+) 

lH-NMR(300MHz, DMS0-d6 ) :8 . 25( 1H, s ) , 7. 96-7. 29( 13H, m) , 4. 33( lH,brt ) , 2. 41-2 . 
23(2H,m),2. 03-1. 78(4H,m),l. 71-1. 59(lH,m),l. 49-1. 20(3H,m) 

mmm 1 2 

2- (4-^>^;i/^-^r->7ai-;i/) - 1 -i/?uL>?)i"<.>V>( 

HWJlSt>*2 i:^CL-CM<b-^rtl (700mg) £*#fc 0 
FAB-Ms:413(MH+) 

lH-NMR(300MHz > CDC13):8.60(lH,s) J 8.04(lH,d,J=9.0Hz),7.63(2H,d,J=8.4Hz) J 
7.51-7.32(6H,m),7.14(2H J d,J=9.0Hz) J 5.16(2H,s),5.03-4.89(lH,m),2.41-1.63 
(8H,m) 

mmm 1 3 

1 2t?#^nfc 2 - (4-^>^^>7ic;V) - 1 — 
^•;woi/-f 3. )V- 5 (700mg) §^^^;i/*;vA7^ F (l 

Oml) Kiib^ mb7>=£-$& (108mg) % l-^^-;i/-3- (3-^^;V 
7^ J 7PK;V) 3 P&gtfl (390mg) N 1 - 1 h*D + ^>^ h 'J 7 

(275mg) atfh'Ji^7^ (0.3ml) *in*gfifcT»#«#bfco 

M<b^ (571mg, ifc*81%) 
H^:232-233°C 
FAB-Ms:412(MH+) 

lH-NMR(300MHz,CDCl3):8.23(lH,d 5 =1.5Hz),7.86(lH,dd,J=8.5,1.5Hz) J 7.65-7. 

30(8H,m),7.13(2H,d,J=8.8Hz),5.16(2H,s) J 4.93(lH,quint,J=8.8Hz),2.40-1.60 
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(8H,m) 

mmm 1 4 

2- (4 -soyfrXZ-is? )\/) - 5 -*/7>J - 1 p^>^-;p^> 

fcPPGBfcb-CMMti^Kl (400mg) £?#fc 0 
FAB-Ms:394(MH+) 

lH-NMR(300MHz 3 CDC13):8.11(lH,s),7.68-7.30(9H,m) J 7.13(2H ) s),5.16(2H,s), 
4.94( 1H, quint, J=8.9Hz), 2. 35-1. 60(8H,m) 
^J&#!i 1 5 

2- (4 -^>^;w^^7i-^) - 1 $. W— 

l 4T-#e»tifc 2 - (4 -^>^;i/^-*^>7 3i-;p) - 5 - s> r y - 1 

-e/^D^>^^>y'f (400mg) £:n^;i/7*;i/=i — ;i, (3ml) s 7k 

(1.5ml) _fc§R»U t KD*J/;V75Viifi (141mg) 2£tFS# (170mg) £Sn 
*x »*iD^»«Ebfco fiJfo***x fifettb*rWbfc*SB*iinRbTs S*»fb^*& 
(312mg, W71%) &mfro 
KU&:225-226°C 
FAB-Ms:456(MH+) 

1H-NMR( 300MHz, DMS0-d6) :8.20(lH,s),7.50-7.31(9H,m),7. 12(2H,d, J=8.7Hz), 
5.15(2H,s),4.94(lH,quint,J=8.7Hz),3.61(3H,s),3.40(3H,s),2.41-1.42(8H,m) 

mmm 1 6 

1 — >^7 D^\dr$/;i/- 2 - {4- [ {4- ( 4 - -2-^ 
5 - f7V'JM ^ 7 ^W-f $.4rv— )V- 5 

lil : 4- (4-7^D7ir:;i/) - 5 -t h* D 2 

*iKgfc*n (Chem. Pharm. Bull., 43(6), 947, 1995) J; t> USSbfc 4 

- (4-7ji/tD7i-;v) - 2 - ^^i/- 5 - ? 7y-;i/*;^>^xf m 

*:r;P (59g) Srh7tFn77> (700ml) fc»»U zK^Ts 2k*ffcU*-»> 
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A7;K-e?A (13g) ^Jn^.30^jl#Lfeo (13ml) N 15%*®^ 

h>;<>A (13ml) > zfc (39ml) fctfifc&tUs *r m 3S»J Lfco 

lH-NMR(300MHz,CDC13):7.60(2H,dd J J=8.7 J 6.6Hz) ) 7.11(2H J t J J=8.7Hz), 4.80(2 
H,s),2.70(3H,s) 

: 5 -Zu D^^-;i/-4 - (4-7MP7irjl/) -2-^^;i/^^ 

tuXST-We>tlfe4- (4-7WD7x_;i/) -5-hFD^r^^-2 
(37g) I700WA (500ml) fc»#U W&tt-ft (2 
4ml) N £Ui>> (2ml) <&Sn^s ^MT-3R#fM#bfco KJ&ift&aMcfc&Ss * 

iElibtMb^ (29g, 1R^76%) *mtio 
lH-NMR(300MHz,CDC13):7.67(2H,dd,J=8.8,5.4Hz) } 7.16(2H,t 5 J=8.7Hz), 4.79(2 
H,s),2.73(3H,s) 

x@3 : 1 -i/tti^i/Jl- 2 - {4- [ {4- (4-7MD7ir;i/) 

- 2 5 -^i/DM ^ h=^>] y ^-jv} ^W>f ^ 5 

- pb 71/ > Bt 3: ^- ;i/ ^ ^ ;i/ © MM 

1ftX£Ti*&ftfc 5 -^DPp<^71/-4 - (4-7MD7i-^) -2-^ 
^;i/f7^;-;i/ (28g) &imJte#iJ3T^#£ft& 1 -S^D^^l/- 2 - (4- 
th'D^7i^l/) ^W-f 5. 5 -•t})]/tf>M^?-fr^X^)l' (36 

g) sjbv^ mmm4 tmmMmzxbmm^^ (6ig, ir^ioo%) 

APCI-Ms:570(MH+) 

1H-NMR( 300MHz , DMS0-d6 ) : 8. 25( 1H, d, J=l . 5Hz ) , 7. 97( 1H, d, J=8. 7Hz ) , 7. 86 ( 1H, d 
d J J=8.6 ) 1.6Hz),7.74(2H J dd J J=8.8,5.5Hz),7.62(2H,d J J=8.7Hz),7.33(2H,t,J=8. 
9Hz),7.22(2H J t J J=8.9Hz),5.41(2H J s),4.34(2H,q,J=7.1Hz) J 4.31(lH,m) s 2.71(3H, 
s),2.40-2.15(2H,m),2.05-1.75(4H 3 m),1.55-1.15(3H,m) J 1.36(3H J t,J=7.1Hz) 

mnw 17 

1 -tstru^,* 2 - {4- [ {4- (4-7WD7i^t/) -2-* 
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mmmi 6-e»&nfci-^^o^*^;v-2- {4- [ {a- (A-y?^ 
w—jv- 5 -jj)]/tf>m^3-)),x.x ; r)\' (60s) mMM2t:mm<D3im 

(CkDJIM (39g, W69%) £f#fco 
H^:196-198°C 
FAB-Ms:542(MH+) 

lH-NMR(300MHz,DMS0-d6):13.1(lH,brs),8.34(lH,s),8.29(lH,d,J=8.8Hz),8.06 
(lH,d,J=8.7Hz),7.80-7.72(4H,m),7.36-7.31(4H,m),5.46(2H,s),4.38(lH,m),2.7 
2(3H,s) 3 2. 45-2. 15(2H,m),2. 15-1. 95(2H,m),l. 95-1. 75(2H,m),l. 75-1. 55(lH,m) 5 
1.55-1.20(3H,m) 

mmm 1 8 

1 -*s? u^S/Jl- 2 - (2 -^;i/^-p-4-b FP^r^>7i-^) 
»J3 ^«l£bT*ja<b1» (50g) *mtzo 

mmm i 9 

2- {4- (3-7MD7i-;i/) P< h^>] - 2 -7WD7x = 

- 1 - is 9 P^^r^>;V^> x /-r ^ jr\7—Ji\/- 5 -;*7 7V5F>^:n^-;i/cn;*^;i, 

x^l : 3, 3 5 -i?7;vtn^>Xt Fp — ;i/©SS[Jg 

V^*>>£Atf- (35. 4g) ©THF (200ml) Ml§r*£fca *?mK*m^ m$k% 

3-7;WD-^P^>-l?> (250. Og) CDTHF (1000ml) »«t*2. 

**#U ^^^^71/ (63.2g) 0THF (200ml) 1 mfRfr&T ffiT bfco 

Mfc£J&**ft&30#!ll##U f&mMfcTy^-O&ykmm (700ml) *3K^«#T 

iru 7jc (3oomi) io^-m#ufco *^«i:7jcM*^giu 

120 



WO 01/47883 



PCT/JP00/09181 



&m (156.2gs W99%) *mtz° 

1H-NMR( 300MHz, CDC13):7.31(2H,td, J=7. 9,5.8Hz), 7. 15-7. 80(4H,m), 6. 97-6. 9 
4(2H,m),5.82(lH,d,J=3.3Hz),2.30(lH,d,J=3.3Hz) 

: 3, 3' -^7jWD^>Xk K tf;i/^n U pcojajS 

tuxa^ff £> ttfc 3 , 3' -^7;i/tDA>XkKP-;i/ (150. Og) cDh;v^ 
>»«t (400ml) fcl N gfi*Ct:US>> (539mg) £in*.fco iOiSitillbf t- 
;v (89. lg) SISfl^^WFU Mtc2H^flt#Lfco l*lM#40 o C(c&£ 
«t-5fciD»U Hfcl.5B#HI»j$b&o ttrts*-*-^ (8.1g) &Mtfjn*.s 30#«| 

U SlMftl^ (158. 2g, 1R^97%) Sffeo 

lH-NMR(300MHz,CDC13):7.32(2H,td,J=8.0,5.9Hz),7.18-7.10(4H,m),7.01(2H,t 
dd,J=8.2,2.5,1.2Hz),6.05(lH,s) 

X@3 : 2- {4- [fcT* (3-7MP7i = ^) p< h^>] -2-7JV* 
P7i-M - l -$/*n^*$/;w*>vf>f ^ 5 

HJiBMl 8-em<ofitz 1 -5/* n^iwi/- 2 - ( 2 -7;i/*P-4 -t 
=3f->:7 ^>\/>f * ^y~;i/- 5 ->b;i/si*>»:n?\n/:E;*5 l ;i' (50g) 21 V 

Buxjgfc: <£ Df9£>ftfc 3,3' -^7;WD^>Xt K U;i>*n U h* (34g) £/B 
W |H»J4 k^«©*Sfc<k t)s M-fb^i» (76g, 1R^99%) *ntz 0 

FAB-Ms:585(MH+) 

lH-NMR(300MHz, DMS0-d6 ) : 8. 24( 1H, d, J=l . 4Hz ) , 7. 98( 1H, d, J=8. 7Hz ) , 7. 88( 1H, d, 
J=8.7Hz),7.56(lH,t,J=8.6Hz),7.50-7.40(6H,m),6.82(lH,s),4.34(2H,q,J=7.1H 
z),3.95(lH,m),2.20-2.10(2H,m),1.90-1.80(4H,m),1.6(lH,m),1.35(3H,t 3 J=7.2H 
z),1.30-1.20(3H,mz) 

mrnm 2 0 

2- {4- [tr^ (3-7;ho7i^;i/) * h3^>] - 2 -7Md7x_ 

m&mi 9T-#£*v;fc2- {4- [t* (3-7;W0 7x-;i/) ^ h*^] 
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(75g) £/Biv ^JS^I 2 J:H«o*i*fc«kt)s MMb-&» 
(48g, JR*62%) £#fc„ 
i6^:242-243°C 
FAB-Ms:557(MH+) 

lH-NMR(300MHz ) DMSO-d6):8.29(lH ) s) J 8.16(lH,d,J=8.8Hz),7.99(lH J d,J=8.7H 
z),7.66(lH J t J J=8.7Hz),7.51-7.40(6H,m),7.30(lH 5 d ) J=12.1Hz),7.20-7.14(3H, 
m),6.88(lH J s),4.07(lH,m),2.40-2.10(2H,m),2.00-1.75(4H,m),1.70-1.55(lH,m), 
1.50-1. 15(3H,m) 

mmm 2 1 

1 -i/^u^>^)]/- 2 - (4--hD7i-;v) ^>^-f 5. 5 - 

* ;p # > ^ ^ 7, ^ ;i/ 

njte^ji hi^icttssft^ (i2g) ^ntz 0 
mmm 2 2 

2- (4-7?y7xr;i/) - l-i/;!7DOf;K>^>f 5^-^-5- 

mMM2 1 -S/^o^>^- 2- (4 hp^rc-;i/) ^> 

00ml) s i^;V7;^-;i> (50ml) fcj&JKU 7.5%;tvy£AU*jR (50% wet, 
lg) *ft\7L, miHlttffi**$SilDbfco ftMi&SaJU 

trf7t KD7-7>SiP^JKS'ffcib> Cft£i|IfcbTx 3i»fb-&4& (llg, JR* 
98%) £f#fco 

lH-NMR(300MHz,CDC13):8.49(lH,d,J=1.3Hz),7.95(lH,dd 3 J=8.5,1.3Hz),7.50-7. 
40(3H,m),6.79(2H,d,J=4.6Hz),4.97(lH,quint,J=8.9Hz) J 4.40(2H 3 q,J=7.1Hz) J 3. 
74(2H,brs),2.40-1.60(8H,m),1.41(3H,t,J=7.1Hz) 

ISitfcl 2 3 

2- (4 -^>y>f;i/:p^ y 7 )]/) - i -s/^n^>^-^/^>\;-f #V 

^»J2 2^f#k*X7c 1 -^D^>3\U/- 2 - (4-7^y7ix;i/) ^> 
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V-f $4T y J— ft- 5 -tDVi^l/WL^^^-^JV (300mg) %\ZVP> (3ml) „ 
^Dn*;i/A (3ml) fc»»U Wd'OVJfr (127mg) ^JP^s ^Ml3T30^ 

&»fc-&«J (403mg, JR*100%) £*#fco 

lH-NMR(300MHz J CDC13):8.58(lH,s) J 8.00(lH,d,J=9.0Hz),7.84(2H,d ) J=7.5Hz) J 
7. 60-7. 40(6H,m) , 7. 14(2H, d 3 J=7. 5Hz ) , 4. 84( 1H, quint , J=8. 7Hz ) , 4. 41 (2H, q, J=7. 
5Hz),2.20-1.30(8H,m),1.41(3H ) t J J=7.5Hz) 

mnm 2 4 

5 -jb;i/#>«<D»ig 

^JS^iJ 2 3 £ n& 2 - (4-^>y-f;i/7^7xr;i/) - 1 - ^ ^ d ^ 
>^;i/^>\Z-f ^ ;V- 5 (200mg) £fflv\ ^ 
HIM 2 £H«©;&8sfcJ: iK £SSBflj£» (131mg, 1R^70%) £f#fc 0 

IM:300 o CJi;± 

FAB-Ms:426(MH+) 

1H-NMR( 300MHz 3 DMS0-d6 ) : 10. 75 ( 1H, s) , 8. 35 ( 1H, s ) , 8. 15and7. 85 (4H, ABq, J=8. 
9Hz),8.10-7.98(4H J m),7.70-7.55(3H 3 m),5.02(lH,quint,J=8.7Hz) 3 2.36-2.15(4H, 
m),2.14-1.95(2H,m),1.80-1.62(2H,m) 

mmm 2 5 

2- {4- [3- (3-!?DD7i^l/) 7iy^^>] -1-$/^ 
»0>JlT-t#^nfe2- [4- (3 -7D^7x^ ^ri/) -l—> 

^ p^#$/;w* W'f 5. ;v- 5 -tuitfyMx-^frx-Xy'K (65g) so* 3 

-^p07x-md>8 (23g) mnms t^tc^stibs ^@<b 

(59g, iK$85%) £»fc 0 
lH-NME(300MHz,CDC13):8.51(lH,d,J=1.8Hz),7.99(lH,dd,J=8.7,1.8Hz),7.71-7. 
55(4H,m),7.51-7.43(2H J m),7.43-7.27(4H J m),7.19(lH,d,J=8.4Hz),7.12(lH,m),4. 
41(2H, q,J=7.2Hz),4.39(lH,m),2. 42-2. 22(2H,m),2. 03-1. 87(4H,m), 1.79(lH,m), 1. 
42( 3H, t, 3=7. 2Hz) , 1 . 39-1 . 29( 3H, m) 
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mmm 2 6 

2- {4- [3- (3-^on7i-;i/) 7^y^r>>] 7i-ii/} -l-^^ 
n^v^/wov^ 5. 5 -#;vj}*>K©8HS 

H»>J2 5t-#f,nfe 2 - {4- [3- (3-^nP7irM 7i;^] 

*:r71/ (59g) H»J2 fcRI«|©*ttfc <fc Ds m^b^ (43g, iK^76%) 

ife^:253-254°C 
FAB-Ms:523(MH+) 

1H-NMR( 300MHz , DMS0-d6 ) : 12 . 82 ( 1H, brs ) , 8 . 24 ( 1H, d, J=l . 3Hz ) , 7 . 98( 1H, d, J=8 . 
7Hz),7.89(lH 5 dd,J=8.7 J 1.3Hz),7.78(lH,s),7.72(2H J d,J=9.7Hz),7.70(lH > m),7. 
64-7.42(5H,m),7.25(2H J d,J=8.7Hz),7.20(lH J m),4.33(lH,m),2.39-2.17(2H,m),2. 
00-1. 76(4H,m),1.65(lH,m),l. 50-1. 22(3H,m) 

mrnm 2 7 

2- [4- (3-T-tz h=3f 7 71/ y zc.-)^ - 1 -*/ $ 
jv<y*Jj KW-Ji- 5 >^^;i/;n*^;v©M 

Wltiitltilft^ (87g) *#fc„ 
USte^J 2 8 

1 -S^D^^l/- 2 - [4- (3-t in 71/ 7i^Jl/] 

^>\/-f ^ ^V— 71/- 5 -*7l/^>^^^7W^^7 i 7l/0Mjig 

«0>J2 7"CH&*lfc2- [4- (3-T-te h^->7 3i-;i/^-^^) 7 
- 1 p-^J/JWOVf* ^ VV—JV- 5 -#7V#>^ ^71/^7 ^71/ (87 

g) *^*\«/ 771/3 —71/ (250ml) % rh7kFD77> (250ml) fc*#U W» 
* 'J t> A (31g) Sfln*^ ^M{3T30^M#bfeo ^»£3S'JU 3*&£MflE$I 

(78g, I»97%) £f#fco 
lH-NMR(300MHz,DMSO-d6):9.71(lH,s),7.98(lH,d,J=8.7Hz),7.87(lH ) d J J=8.7H 
z),7.68(2H J d,J=8.6Hz) J 7.24(lH,t,J=8.1Hz),7.18(2H ) d,J=8.6Hz) J 6.63(lH,d J J= 
8.1Hz),6.57(lH,d,J=8.1Hz) J 6.51(lH,s) ) 4.38-4.23(lH J m),4.35(2H,q 5 J=6.9Hz), 

124 



WO 01/47883 



PCT/JP00/09181 



2. 36-2. 18(2H,m),l. 99-1. 78(4H,m),l. 71-1. 59(lH,m),l. 45-1. 20(3H,m),1.36(3H, 
t,J=6.9Hz) 

mmm 2 9 

1 -i,#w\*i/JU- 2 - {4- [3- 7irM 

H»J2 8X*mt>ntz 1 -S/^D's^fS/;!/- 2 - [4- (3-fc Kn^^a: 
-;v;r^>) 7 ^ W-f 5. PV—fr- 5 -*/i/*>»ai^;i/3i^y;i/ (7 

8g) §^^JV*;i/A7 5 H (800ml) fcSUBU ?Jctf>Ts 7KMit± h U t> K (6 
0%*l4s 14g) &in*.s ISttMI#bfc. fi]fc**j!KttU 
?-^t:US?>*Ktt (29g) SJP^30^M#bfe^s gI«g#lfeo KJ©«[ 

(77g, 1^82%) %t#feo 
lH-NMR(300MHz,CDC13):8.63(2H,d,J=6.0Hz),8.51(lH,s),7.99(lH,d,J=8.7Hz) J 
7.66(2H,d,J=8.7Hz),7.62(2H 3 d,J=8.7Hz),7.36(2H,d J J=8.7Hz) J 7.31(lH > t,J=8.2 
Hz) 3 7.26(lH,s),7.16(2H 5 d 3 J=8.7Hz),6.79-6.70(3H,m),5.09(2H,s) J 4.47-4.31(l 

H, m),4. 42(2H,q,J=7.0Hz),2. 42-2. 22(2H,m), 2. 04-1. 71(5H,m),l. 45-1. 25(3H,m), 

I. 42(3H,t,J=7.0Hz) 
%Mm 3 0 

l-i/^n^\^^;v-2- {4- [3- (4-£'JS?;M h^>) 7x^;i/^ 
3^>] 7 ^>y-f s^y— ;w-5 -*;p#>»<o»3i 

HWJ2 9-d#6tlfc 1 -S/^P'v*^;!/- 2 - {4- [3- (4-t'J 

?-)lx.X^r)l (60g) £JSW #l;WJ2 DMMb^tt (54g^ JR 

^75%) 

B<&j&:235-237 0 C 

FAB-Ms:520(MH+) 

1H-NMR( 300MHz , DMS0-d6 ) : 8 . 58 ( 2H, d, J=6 . 0Hz ) , 8 . 23 ( 1H , s ) , 7 . 96and7. 86 ( 2H, AB 
q J J=8.7Hz),7.68and7.17(4H,A'B'q J J=8.7Hz) J 7.44(2H,d,J=8.7Hz) J 7.39(lH,t,J= 
8.3Hz) s 6.90(lH,d,J=8.1Hz),6.84(lH,s),6.75(lH J d,J=8.1Hz),5.22(2H,s),4.40- 
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4.22(lH,m),2.40-2.19(2H,m),2.00-1.80(4H,m) 

mmm 2 4 1 

2 - {4- [ 2 - (4-^DD7 - 5 h ^>>^> j?;v;t^>] 7 

Xig 1 : 2 -^D^E- 5 h*J/^>X7;i/ft K©8Bt 
3-* h^>X?^rkK (15g) (75ml) fc»#U WW. (15ml) 

fcig#bfc*Ufc (5.7ml) §iTU SiSt^Wlfe, SiiS^fc* (150ml) 
* «fWbfc«gS%*^ 7jc^, ttfflKMU &A4b*4ftl (21g, W88%) 

1H-NMR( 300MHz, GDC13 ) : 10. 31 ( 1H, s ) , 7. 52( 1H, d, J=8. 8Hz) , 7. 41 ( 1H, d, J=3 . 3Hz ) , 
7.03(lH,dd,J=8.8,3.3Hz),3.48(3H,s) 

Xif§ 2 : 2 - (4-^OD7iijl/) - 5 h+^>X7;Vrt h'CD^jt 
UXS-Cff 2 -?V=E- 5 h*^>^>X7;i^rb h* (lOg) 

niters tii^cD^fcj;t)> ^ffi^b^ dig, 

lH-NMR(300MHz,CDC13):9.92(lH,s),7.50(lH,d,J=2.6Hz),7.48-7.14(6H,m),3.9 
0(3H,s) 

x@3 : 2- (4-7DP7i^) - 5 h^->>^>^;i/T;i/3— 

1tfX@T*t#fe tlfe 2 - (4-7DD7i^l/) -5-^^>X7;i/ft 
h* (lOg) *f b7tFD77> (30ml) fcfcJBU C ft *2kJfrfb h U £ 

A (620mg) %>fV7Dlf;i/7;i/n-;i/ (50ml) tllbfefeCfciTU M 

bfco 3ft£, ^^^-;Vfc*©S^«[«t DSiiilTlii^l) (9.2g, W9 

1%) *mtzo 

lH-NMR(300MHz,CDC13):7.37(2H,d,J=8.6Hz),7.27(2H,d,J=8.6Hz),7.17(lH,d,J 
=8.6Hz),7.11(lH,d,J=2.6Hz),6.89(lH,dd,J=8.6,2.6Hz),4.57(2H,s) 3 3.86(3H,s) 
x@4 : 2- (4-7aP7i^V) -5 h **y<yV)\s>7 P U h*©M^ 
Huxat-t#&ttfc 2 - (4-^dd7i-;p) -5-^ h^^>^;v7;V3 
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—)]/ (20g) ^mm^^Jl (100ml) > t^'J^> (0.5ml) fc»JWU 
(11ml) SiTbmfflS^bfco Kjfettfc**iniU Wx^fiillife. ^ 

jE&MU SlJS'fbl^ (16g, JR^74%) *ntco 

lH-NME(300MHz J CDC13):7.43-7.29(4H,m),7.17(lH,d,J=8.6Hz),7,05(lH 5 d,J=2. 
6Hz),6.96-6.89(lH,m) J 4.46(2H,s),3.86(3H,s) 

Xig5: 2- {4- [2- (4 - ^pp7i"il/) -5-^ h i'^>^;^;fr=^r 
;>] - 1 -i/^ D^^jKy^-f ^ 5 -t))Vtf>M*?- 

HUX®7?^e»tlfc 2 - (4-^D7i-;i/) -5-^h^>^^oiJ 

h (4.og) , nst&0ij3 tmm^vxm^titz 1 -^^d^^^;p-2 - u-t 

h*p^>7i-;i/) ^>\/>f $. ^\/— ;v- 5 -7j;i/^>^^^;i/^x^;i/ (5.0g) 

£ffl^M^"J4 J:|lI«©^icJ; tK ^S'fb^ (6.0g, W72X) 

lH-NMR(300MHz,CDC13):8.48(lH J s),8.00-7.93(lH,m),7.68-7.62(lH,m),7.54(2 
H,d,J=9.0Hz) J 7.41-7.16(6H J m) J 7.04-6.93(3H,m) J 4.97(2H J s) s 4.36(lH s m),3.94 
(3H,s),3.87(3H,s) ) 2.39-2.21(2H J m),2.02-1.88(4H,m),1.85-1.45(4H,m) 

mmm 242 

2- {4- [2- (4-^D7i^V) -5-^ Y * is 7 

mm 

mmm2 4 ir'm^ntz2- {4- [2- (4-7pp7i-^) - 5-^ h 

-tDltfym*?-*^*^^ (5.0g) fcffllV »^J2 ^^CD?J^t«t !)> ^ 
Sft-^tJ (5.1g, IR^98%) £f#fco 
APCI-Ms:568(MH+) 

lH-NME(300MHz,DMSO-d6):8.30(lH,d,J=1.4Hz),8.24(lH,d 5 J=8.7Hz),8.03(lH ) d, 
J=8.7Hz),7.72(2H,d,J=8.7Hz),7.51-7.39(4H,m),7.34-7.18(4H J m),7.11-7.03(lH, 
m), 5. 08(2H,s),4.35(lH,m),3.83(3H,m),2. 40-2. 18(2H,m),2. 10-1. 96(2H,m), 1.93 
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-1.78(2Hm) 3 1.72-1.18(4H,m) 

mmm 243 

2- {4- [3- (4-^PD7i^V) Y. «J V>- 2 -<<)\/* h*^] V *- 

x^i : 3 - 1 Kn^s/tfn u >^^^;v^^^;i^o^B 

3- fc KD^r^^r3i; >^ (l.Og) (10ml) fcWU i«(l. 

omi) *iniu 5B#»^3i^bfeo s«%^L^ mmm^^m^^mLfc 

^^^t«bfeo $M£MJEEfi?*bN ^M'fb^ (711mg, W64%) 

feo 

lH-NMR(300MHz,CDC13):10.63(lH J s),8.28(lH,dd 3 J=3.7,1.8Hz),7.47-7.35(2H, 
m),4.06(3H,s) 

x*g2 : 3- (h'j7MD^^;i/*-;mi/) kuv>-2 

m ^ * 5* jv comm. 

BiTXg-eW&tifeS-t h'P^tfrj U (710mg) N h'Jx 

(0.77ml) ^^7DP^^> (7ml) fc$§fl¥U j!KJ*Ts h'J7^tP 
*#>X)]/*y&m7kW3 (0.86ml) £fln;tfco HfSt^iStlU 2B#figfit#b 

ffizkmm-vy*i'&&"ci&Mv*:o mm%mmm&\ss mm^m a.2g 3 ir$9 
0%) zmtzo 

lH-NMR(300MHz,CDC13):8.80-8.73(lH,m) J 7.75-7.70(lH J m),7.63(lH,dd,J=8.2, 
4.5Hz) 3 4.05(3H,s) 

X;g3 : 3- (4-7nD7x-jV) t ij 2 -*;^>i^^x^r 

BUXig-C*f#?)tlfe 3 - (h'J7ji/tn^^i/7M-;m^) tU^>-2 

-7j;i/^>^^^;i/^^^;v (i.2g) sjsv^ mti&ws tmMofifefc&Y)^ $t 

®{b^(728mg,W69%) 

lH-NMR(300MHz,CDG13):8.73-8.66(lH 3 m),7.77-7.68(lH,m),7.49(lH J dd,J=7.8, 
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4.5Hz),7.46-7.37(2H J m),7.32-7.23(2H,m) J 3.80(3H,s) 
Xig4 : [3- (4-^PP73i-;i/) tr>;^>~2 — ( )V] *#;—)\s<Dm 

m 

m^mx°n h tita 3 - (4-^DD7iz;i/) t y 2 -*;i/st?>K^^- 
(720mg) ^rh7tb*P77> (10ml) tgib*^Lfco £ft{~7.k 
f^bU^AT^l/i^^A (160mg) £j&D;U mHflt** bfco SMt^ * (1. 
6ml) „ 15%7K^b^-bU^A (1.6ml) s 7* (4.8ml) ^«£3S'J 

n-^*V> :mm^)^=l : 1) T'iPSMbTs iSft^ (208mg, JR*32X) 

lH,NMR(300MHz,CDC13):8.60(lH J dd,J=4.8,1.5Hz), 7.60-7. 55(lH,m), 7. 40-7. 48 
(2H,m), 7.29-7. 36(lH,m) J 7.27-7.20(3H ) m), 4. 63(2H,s) 

X*§ 5 : 2- {4- [3- (4-^nD7i^) £ U 5>>- 2 — f )\/* h* 
>>] - 1 -i/^n^iyj]y^>^jy( )V- 5 -ij)]/^>Wt^ 

m^mnm^titz [3- (4-7dp7x^) trys>>-2->r;i/] 

(200mg) §7nn*M (3ml) fc*»U (0.13ml) N KU 

A?^ h* (3ml) ti)SU 3 illUfilfc: b-Cte&ftfc 1 -$>*D^* 5//1/- 

2- (4-kh'D + i/7i^) ^W-f ^ 71/- 5 -*71/^>^^^;^ 

^^7V (232mg) s R^^U^A (250mg) ^Jfl^s 80"CT?3«fliail#bfco KJfett 

nvh^77^ CSMttft n-^*^> :M^^7l/= 1:2) TfUHau 3iM 
-fb-a-tl (246mg,OT68%) *»fc 0 

lH-NMR(300MHz,CDC13) :8.71(lH,dd, J=4.7,1.4Hz),8.49(lH,d, J=2.1Hz), 7. 96(1 
H 3 d,J=10.2Hz),7.71-7.62(2H,m),7.53(2H,d J J=8.7Hz),7.45-7.34(5H s m),7.04(2H, 
d,J=8.7Hz),5.14(2H,s),4.48-4.29(3H 3 m),2.38-2.19(2H,m),2.02-1.22(HH J m) 

mmm 244 
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2 - [4 - ( 2 -T'P^E- 5-ter t - "7 Y Z-i/tDVft-ft^yV)]/***/) 
7 i - 1 -is? u V 4 5. 5 -#;i/#>^^;i>;n 

X5g 1 : 4 -^P^E- 3 t e r t -7f;HXr;KZ)l® 

4-^P : e-3-^f;Mfi (25g) S^on^V (200ml) fc»»U 
^-fb2|-^l7-U;b (12ml) ^ H (MJ&S) ^SO^-s ^ST'2l$|g 

mWhtzo il^iEgSbtmrh^t FD77> (200ml) CSib*^ 
bfco Ctifc^ rh7tFn77> (150ml) «#PLfc# 'J^A-tert-7 

^ffifbi^ (27g, IK^85%) 
lH-NMR(300MHz,CDC13):7. 83(lH,d, J=2.2Hz), 7. 67-7. 53(2H,m), 2. 43(3H,s), 1.5 
8(9H,s) 

Xig2 : 2 - [4 - (2-yp^-S-t er t-7h^^;^-M>y 
;i/^-^-->) - i -->^D^Jf-i/;i/^>^-f 3. ^V— 5 

(7.og) Rxfmmm3 tmm^^xm^titc 1 —>^d^=^>;i/- 2 - u- 

kFn^>7x-;i/) 3^\/— ;v- 5 -£;i^>^^:n;^;t, (6. 

3g) H»J4hlH«|cD^ic:J:t) N 3iJBtfi<&«& (8.8g, mmn) £f#fco 

lH-NMR(300MHz, CDC13 ) : 8 . 49( 1H, d, J=l . 5Hz ) , 8 . 21 ( 1H, d , J=2 . 1Hz ) , 7. 97( 1H, d, J 
=10.2Hz),7.82(lH,d,J=10.2Hz) J 7.71-7.58(4H,m) J 7.16(2H,d J J=8.7Hz) J 5.23(2H 3 
s),4.38(lH,m),3.95(3H,s),2.40-2.23(2H,m),2.04-1.90(4H,m),1.84-1.73(lH,m), 
1.59(9H,s), 1.44-1. 27(3H,m) 

mmm 245 

2-{4-[5-tert h )\/- 2 - 7 ^-jl>) 

^>^;i/^-^r^] 7 - 1 P's^s/;^ w-f ^ 5 

^»J2 4 4t?^e>nfe2 - [4- (2 -/Pt- 5 -t e r t -7Y*cl/*> 
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- 5 -*)),-ft>n*?-)\'^T)\s (4.5g) mums tmm<Dfi&fc& tK 

£EIHflj^«& (3.6g, JRa(s76X) 

lH-NMR(300MHz,CDC13):8.48(lH > s),8.27(lH,d ) J=1.8Hz) ) 8.04(lH,dd ) J=7.9,l. 
5Hz),7.96(lH,dd,J=7. 0,1. 5Hz),7.65(lH J d, J=8.6Hz) J 7.55(2H,d,J=8.6Hz), 7.43- 
7.32(5H,m),7.01(2H,d,J=8.6Hz),4.99(2H,s),4.43-4.29(lH,m) J 3.95(3H,s),2.41 
-2. 21(2H,i), 2. 02-1. 89(4H,i),l. 82-1. 73(lH,m) J 1.62(9H,s), 1. 46-1. 28(3H,m) 

mmm 246 

2- {4- [5-*;i/#=¥-^-- 2- (4-^dp7i-;v) ^>^;i/^-^r>>] 

mMM2 4 5T?# 5>nfc 2 - {4 - [5-ter t -7 Y**/ 2 

- (4-^DP7i-;i/) 7 - 1 -^^D^N^i/;i/^ 

s^i/— 5 -#;i^>g?p<^;i/3ix^;i/ (3.5g) |yi?DD^^>(3 

5mi) tsjuu h »; 7;m-dsisr (35mi) ^mx^uximmmnvtco rj&wl 
\,tci@m*m.m, m&t&Mhxmmfc&M (3.3 g , itw7%) *ntz<, 

1H-NMR( 300MHz,DMSO-d6 ) :8. 33( lH,d, J=l . 5Hz) , 8. 29( 1H, s ) , 8. 24( 1H, d, J=l . 8H 
z) J 8.09-8.00(2H J m),7.74(2H,d J J=8.6Hz),7.61-7.44(5H,m),7.24(2H,d,J=8.6Hz), 
5.19(2H,s),4.36(lH,m),3.93(3H,s) J 2.37-1.21(10H ) m) 

mmm 247 

2- {4- [2- (4-^DD7ir;v) - 5 -*2-JUiiJUrt^4 ;i/^>^;v 

%1tm2 4 6-Cf#e>nfc2 - {4- [5 -#;i>7}^>- 2 - (4-^DD7i 
~;i/) ^->y;V^-^r^] - 1 D^^l/^OV^ 5. V s )— )V- 

5 JIM (400mg) |y^np^> (5ml) £1* 

SU Mir^-tMJ ;i/ (0.08ml) s ^^J1/*W7^ K (ftkftt*) fcJDfcgM 
T2^F^M^Ufeo gJ6*ft*JEW»U TO^dd^> (5ml) «:«f»U 
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fco £fr£s 40%^^-;VT^ >&mWL (5ml) % rf7tFP77> (5ml) (DM 

t:;i/3i— ^^-CKSa-fbUfco £*1&»8U »EESg*L-C*«'fb-&«l (335mg, JR* 
86%) £t#fco 

lH-NMR(300MHz,CDC13):8.47(lH,s),8.06(lH ) d,J=1.8Hz),7.96(lH,dd,J=8.6,l. 
5Hz), 7. 82(lH,dd,J=8. 2,2.2Hz), 7. 64(lH,d, J=8.6Hz) ,7.54(2H,d, J=9.0Hz), 7.44- 
7.31(5H,m),6.99(2H,d,J=9.0Hz),6.35-6.26(lH,m),5.00(2H,s),4.35(lH,m),3.95 
(3H,s),3.05(3H,d,J=4.8Hz),2.40-1.24(10H,m) 

nnm 2 4 8 

2- {4- [2- 7i-ji/) - 5 -*^-;i/#;wt j E>ow*>s>;i/ 

mMM2 4 7T*§£>*i;fc2 - {4- [2- (4-^DP7i-;i/) -5-^^ 

\/— )V- 5 -# >fM 5 s - ;i/ (150mg) N rl>7bF077> (2ml) 

£fflVV H»J2 hlU^©^^{cJ;t)s *«fli-&«9 (141mg, JR*90X) *mtc<, 
APCI-Ms:594(MH+) 

lH-NMR(300MHz,DMS0-d6):8.65-8.58(lH,m),8.27(lH,d,J=1.5Hz),8.21(lH,d J J= 
8. 2Hz),8.15(lH,d,J=1.5Hz), 8. 05-7. 90(2H,m), 7. 70(2H,d, J=8.6Hz), 7.56-7.43(5 
H,m),7.21(2H,d,J=8.6Hz),5.14(2H,s),4.34(lH,m),2.81(3H,d,J=4.5Hz),2.39-l. 
19(10H,m) 

mmmifrb 3 ostrnjs«!2 4 2 4 8 tmmttmtzz*)* tsfc&B 

fcJftfc*©ffi«&&JBV»SC:i:fcJ;!K H«!J3 1*>£> 2 4 0 N 2 4 9 

£ 3 2 7 S 70 1s W 1001 1559 fee <b¥«£5fc;RV*!ltttt£ 
S1M177, Stfl8 5M2 12 t^^o 
HM^J 5 0 1 

2- {4- [ 2 - (4-^PD7ir;i/) - 5 h^ri/^>i?;v^-^i/] 7 
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3- 7Pt-4-7;i/5i-DSlfi (2.0g) (20ml) t»»u 

mm (2mi) &iniu 3i^ia»«6bfco Ej&*s**fcas^ mm^jv (somi) 

tMbfeo «4H«7K (30ml) s fiaWAJfi7jc (30ml) T'ft^bs WE»^- h U <> 
A-eSB« N *«*»BEg*bfco a«E*^^^;i/^;i/*^S/ b* (20ml) 

tj§^U ^P^S^T ^> (10.3ml) *iPx.s 120 a CTJ»*«#bfco SjtS 
«410X^a:>K*»* (100ml) tftl (100ml) t'tttbbfeo 

JBStJc (50ml) „ fgtflfett* (50ml) »8t h'^ATm 538^ 

> :fif^^;i/ = 10 : 1) filU m.mt^m (2.6g, JR^92%)*fffeo 
1H-NMR ( 300MHz, CDC13 ): 8. 10(lH,d,J=l. 9Hz), 7.83(lH,dd,J=1.9Hz ,8.6Hz), 6. 

59(lH,d,J=8.7Hz), 4.73(lH,brd, J=7.3Hz), 3.85(3H,s), 3.38(lH,m), 2.10-2.0 

0(2H 5 m), 1.90-1.20(8H,m) 
Ig2 : 4' — ^7 P D — 2 — (4-3-h*7i;^r^fjl/) -4-* h*i/ 

4- 3-K7 3iy-;i/ (5.0g) £7>-te h> (50ml) fc»»U U£A (4. 
7g) , Hite0iJ2 4 1 ©JMXgTfc&ftfc^ - * P a -2- ^ D ^;i/-4- 
^h^^hT7^-;i, (6.0g) &fln*. % 10l$|B|jiaEb&o &.JfoW.*®mi^ 4N7X 
«flitbU^A*«« (50ml) ZMZtzo Hftiltfc^iS^ tK^ MffiSfc^ 
U Mffi^ft (10.0g, Jfc*98%) 4f#fe 0 

lH-NMR(300MHz,CDC13):7.52(2H,d,J=8.9Hz),7.35(2H,d,J=8.5Hz), 7.27-7.20(3 
H,m),7.12(lH,s),6.95(lH,d,J=8.5Hz),6.62(2H,d,J=8.9Hz),4.84(2H,s),3.85(3H, 
s) 

IS3 : [4- (4 5 -^DD-4 h * If 7 1 - 2 

iXg-CHe.nfe4 1 -7PD-2 - (4-3-h'7i;^f;0 -4- 
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^^>K7x^ (7.0g) $7-feh^b'j;i/ (50ml) fc*«?U h 
VKT-t?-U> (2.3g) , rF7^hU7i-;i/7t77^>/^^>7^ 
(1.8g) % Btfim (I) (0.6g) , YV^)\,7$> (50ml) £AQ;U Mt* 
iS^^^bfco S)S»§llbs 7k (30ml) £j!]D;U (50ml) Tfjfttb 

Lfeo W^W^tK (30ml) s ftffitftifcdc (30ml) T?$5fe#s M*^ h U tf 
33ftgL *&*«iffie3u i/';>!j^V77'r>a^07h^77-f - 
n-^^r-9-> : *Kx^=slO : 1) -CJSNKU mmh^m (5.1g, lK^79%) 

lH-NMR(300MHz,CDC13):7.37(2H,d,J=8.9Hz),7.34(2H J d,J=8.2Hz), 7.28-7.21(3 
H,m),7.13(lH,s),6.94(lH,d,J=8.2Hz),6.75(2H,d,J=8.9Hz),4.87(2H,s),3.85(3H, 
s),0.23(9H,s) 

Ii4 : 3- [4- (4' -7on-4-^ tT7 2 -^7l/p< h 

tuXS7?#&nfc [4- (4' -7DD-4-^ Y*cis\f.7 2 --f 71/ 

^ h=^» 7izM?zM hV*mP5> (5.1g) £p<*y— 71/ (50ml) „ 
7Pn*M (50ml) lc$g#U A (2.5g) &im*.N ^M-e3Nf^ 

#bfco £US*££MU 7jc (30ml) &flniU (50ml) "etttbbfco 

mmm*7k (30ml) N figjftF^^TK (30ml) T?«fc^ h U <7At-» 5® 

fifcx «^Mffi®*bafiie^ (3.8g) &*#fc 0 d©6fe*§H (2.3g) &;P-feb 
- h U71/ (10ml) t»jWU XS1T?# e,tifc3 -^P^-4-^^n^^r^7l/7* 
^ ySJSSK^^-;UJ-^^7U (l.Og) „ ^ h^^r* h iJ7i-Jl/7^7^ >^ 
<**J*?I»mft (0.4g) s 3eMb« (I) (O.lg) s h U^^t/T^ > (10ml) £ 
iniU 100°CT-^*i#Lfco £j&»*«ffi»ll&U tK (30ml) *2in*.s 
71/ (50ml) T-»mbfeo mmm** (30ml) s fgftlJtil?*: (30ml) 

77^- (MPTOK n-^t>:|Fgx^=8:l) TfWSSU m.mfc-&W (0. 
9g, lR*49X)£*§fco 
lH-NMR(300MHz,CDC13):8.03(lH 5 s),7.84(lH,d,J=8.7Hz),7.42-7.22(7H,m),7.1 
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5(lH,s),6.95(lH J d,J=8.2Hz),6.85(2H,d J J=8.8Hz),6.59(lH,d,J=8.8Hz) J 5.07(lH, 
brs),4.91(2H,s),3.86(3H 3 s),3.85(3H,s),3.42(lH J m),2.15-2.00(2H,m),1.80-l. 
20(8H,m) 

X*§ 5 : 2- {4- [2- (4-^DD7x-^) - 5 h^>^>^;i/;T 
yzc-jv} - 1 -i/^D^dr->;i/- lH->f > K— 5 -*;i/5}f 

HUX^T#e>tlfe3- [4- (4' -?ao-4-^ h^ri/t7x-^-2- 

«:r;i/(0.5g) &N, N-^?MM7^ K (5ml)fc*«PU 3«>Yb$@(I) 

(o.i7g) *»o^s i8o^3«pMa«Eu&oS^«[*5ia , r*ci:fc«te)^»»* 

R&^fcSK 7K (10ml) ^tjn^-s (30ml) ^ttlUlfcc ««M«* (10 

ml) \ flffitftift* (10ml) -C«t^ »itb'J!>At««k 

^;i/ = 8:l) T»«U mmk&m (0.27g, l&^55%) £*#fco 

lH-NMR(300MHz ) CDC13):8.34(lH,s),7.85(lH,d,J=8.8Hz),7.62(lH,d,J=8.8Hz), 
7.40-7.18(8H,m),7.00-6.94(3H J m),6.48(lH,s) J 4.95(2H 3 m),4.18(lH,m),3.93(3H J 
s),3.88(3H,s) ) 2.45-2.25(2H,m),1.95-1.20(8H,m) 

mmm 502 

2- {4- [2- (4-^DP7i-jP) - 5 Y**/^>VfyJr*i/~\ 7 
x. - i — ^n^iwi/- l H--f > ;v- 5 -*;i/#>«©Sljg 

|E|Jte0>J5 01-e*#£*L&2-{4-[2 - (4-^DD7^n;i.) - 5 h 
^■"OS^/M-*-^] -1- i/^ D^s^i/;i/- lH--f > K— ;v-5-# 

(o.27g) mmm 2 tmmtt&iz & *> s *®<b 

1» (0.19g, JR3*K71X) 
APCI-Ms:566(MH+) 

lH-NMR(300MHz,DMSO-d6):12.43(lH J brs),8.20(lH,s),7.79(lH,d,J=9.3Hz),7.7 
2(lH,d,J=9.0Hz),7.50-7.20(8H,m),7.07-7.03(3H,m),6.53(lH,s) J 5.01(2H,s) ) 4. 
13(lH,m),3.83(3H,m),2. 35-2. 25(2H,m), 1.85-1. 10(8H,m) 

mmms 01^502 fcra«^ac«t d s ^t^mzm\^x^(Dmnm^ 
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■To 

mmm e o 1 

2- (4-^>^w^7i-;i/) - 3 -^^P^^^;i/-r [l, 2 

-a] WiSy-l -■%)Vi£>M^ : 3-fr=z* : rfr<OW& 

4-^y^l/t*^ISi (5.0g) „ N, 0-W^tFD^>JV7;>I 
R£ (2.5g) (50ml) fc«»U 1- (3-i?*?-Jl7> 

^jzruv)),) - 3-oi^;i/*;i/^s?^ * FttRtt (5.0g) N l-tFD+^ 
>Vh (3.5g) % hU^^-;VT^> (3.6ml) £JD*s 

bfc„ in a. N is^^^^-;i/T»ttmbfco 7^ 

*U (5.6g, JR^94%) £*#fc 0 

lH-NMR(300MHz 5 CDC13):7.22,2H,d,J=8.8Hz),7.28-7.46(5H,m),6.97(2H,d J J=8. 
8Hz),5.10(2H,s) } 3. 56(3^8), 3. 35(3H 3 s) 

x@2 : l- (4 -^^V)\/^r^ri/y -2-^>^D-\^$/;i/ai^y> 
©MB 

7^i/>)A (470mg) ^rh5tFD77> (2ml) fcSUHbN S^D's^ 
;v^^-;i/^n* K (3.4g) ^iltlTbfe. SST&n KJfe**60"C"C30#i!lfli 
bfeo SJt6**jK^U rf7bFP77> (5ml) TJ#**b;fco wTMTMS&frt 
fe4-^>^^i/-N-^ F^>-N-^fM>X7^ K (3.4g) £^ h 

7tFD77> (lomi) izmmv, i^^MtiTu 2i$wft#b&o kj& 

3pPAffl2k"C«fe^bx todcffiBr^*^£ATMfe«kU *«E%»ffiS*bfco £tt 

= 9:1) -CttKU mmfc-S® (3.8g, IR^66%) £t#fc„ 
lH-NMR(300MHz J CDCl3):7.93(2H ) d 3 J=8.8Hz),7.28-7.46(5H,m) J 7.00(2H,d,J=8. 

8Hz),5.13(2H J s) ) 2.76(2H,d,J=6.8Hz) J 1.95(lH,m) J 0.78-1.82(10H,m) 

X@ 3 : 1- (4 - ^>^t^^7i_ ;i/) - 2-yD^-2-i/7D ^ 
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:n*y> (l.Og) ftl, 4-^^-^r-y-> (10ml) fc*#LT\ HHt (0.17ml) £ 

n--N^r-9-> :mm^)^=9 : 1) -OWfWU &j£fc£-ttl (696mg, JRs£55%) £ 

lH-NMR(300MHz,CDC13):7.98(2H,d,J=8.9Hz),7.28-7.48(5H,m),7.02(2H,d,J=8. 
9Hz),5.14(2H,s),4.89(lH,d,J=9.3Hz),0.86-3.30(llH,in) 

X@4 : 2- (4 -*OS?JU**is7 x.=.J)/) - 3 P^S^l/W ^ V S J 

[l, 2 -a] try p>-7 

&*Q©7j& (!(#|g¥08-048651-^) ft: J; t>SS3ibfc 2-T^ytf';^>-4-* 
^^^Kac^-^a^sr^ (214mgK IfXST^&iife 1 - (4 -Hsi?)]/***/ 
7x-;i/) - 2 -^P^e- 2 -->^n^\^i/;i/a:^y > (500mg) \ jftH* U «>A 
(356mg)^140°CT?5KpHm#L/fco KJfcttfcftttU * p n A fcin^MS: 
3»Jb»JE»l6bfco aS4i/iJ*^75fJ/a?B?h^7>f- (MPgi§ 
n-^*V> 1 : 1) -CJRSHU MMt^ (95mg, IR^16%) 

APCI-MS : 455 (MH+) 

lH-NMR:(300MHz,CDC13):8.33(lH J s),8.21(lH J d,J=7.5Hz) 3 7.55(2H,d,J=8.7Hz), 
7.25-7. 50(6H,m) ) 5.13(2H J s),4.41(2H,q,J=7.1Hz) J 3.25(lH,m),1.41(3H,t,J=7.1 
Hz),1.15-2.00(10H,m) 

mmm 6 o 2 

2- (4-a>W=3P5/7i^) - 3 — >^P^3^>;W * [1,2 

-a] 7 -#;i^>$?<z>®iig 

ffp:*§T#£>nfc 2 - (4-^>W+i'7z^) - 3 -^P^Mr^ 
-f [1, 2 -a] P>-7 -liJltfyM^T-frx.Zrfr (95mg) £M 

v\ mmm2 tmm&Jj&tz&bs mmih^rn (33mg, 3730 
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APCI-MS : 427(MH+) 

1H-NMR ( 3 OOMHz , DMS0-d6 ) : 8 . 67( 1H, d, J=7. 3Hz ) , 8 . 08( 1H, s ) , 7. 25-7. 58( 8H, m) , 7 . 
13(2H,d,J=8.7Hz),5. 17(2H,s), 3. 23(lH,m), 1.25-2. 10(10H,m) 
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* 1 



stum* 31 


1H NHR(S) ppm 

300MHz, CDC13 
7. 81(2H,d, J=6.6Hz),7.60( 
2H.d. J=8.8Hz),7.51-7.21( 
8H,m),7. ll(2H,d,J=8. 8Hz) 
. 5. 15 (2H. s) . 4. 93 (1H auin 
t. J=8. 8Hz) , 2. 36-2. 32 (2H, 
m),2.09-2.04(3H,m),l. 75- 
1.68(3H,m). 


<^r-\ /=\ 

b ^ 


>9 0% (NMR) 


MS 369 (M+l) 




mo** 32 


1H NMR( 6) ppm 

300MHz, CDC13 
8.51(lH,d, J=1.5Hz),7. 98 ( 
1H, d, J=8. 4Hz) , 7. 61 (2H, d. 
J=8. 7Hz) , 7. 56-7. 10 (6H, m) 
,7. 12 (2H, d, J=8. 7Hz),5. 15 
(2H, s), 4. 94 (1H, quint, J=9 
• 3Hz),4.41(2H,q.J=7.5Hz) 
,2.40-1.50(8H,m),1.4i(3H 
,t,J=7. 5Hz) 


0 


>9 0% (NMR) 


MS 441(M+1) 



mte®im%- 33 


1H NMR( 6 ) ppm 


yS 




300MHz, CDC13 

7.84(1H, s),7.61(2H.d, J=9 

• 0Hz),7.58-7.30(7H,m),7. 

12(2H,d, J=9.0Hz),5. 15 (2H 

, s) , 4. 94 (1H, quint, J=8. 7H 

z),3. 10(6H,brs),2.40-1.5 

0(8H,m) 


>9 0% (NMR) 




MS 


440 (M+l) 
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34 


1H NMR( 6 ) ppm 


0 

^ II _ 

re 


o 


300MHz, CDC13 
8.20(lH,s),7. 50-7. 31 (9H, 
m) , 7. 12 (2H, d, J=8. 7Hz) , 5. 
15 (2H, s), 4. 94 (1H, quint, J 
=8. 7Hz) , 3. 61 (3H, s) , 3. 40 ( 
3H, s),2.41-1.42(8H,m) 


*&& 


>9 0% (NMR) 




MS 


456 (M+l) 







35 


1H NMR( 6 ) ppm 




o 


300MHz, CDC13 

7. 91(lH.s).7.59(2H, d, J=8 

.7Hz),7.49-7.30(7H,m),7. 

11 (2H, d, J=8. 8Hz) , 5. 15 (2H 

,s),4. 19 (1H, quint. J=8. 8H 

z), 2. 41-2. 22(2H,m),2.13- 

1.49(14H.m) 




> 9 0% (NMR) 




MS 


427 (M+l) 









36 


1H NMR( 5 ) ppm 


0 


o 


D 


300MHz, CDC13 
8.40(lH,d, J=1.4Hz),7. 95 ( 
lH,dd, J=8.«, 1.4Hz),7.61( 
2H,d,J=8.7Hz),7. 57-7. 30 ( 
6H,m),7. 13(2H,d,J=8. 7Hz) 
,5. 16 (2H, s),4.95(lH,quin 
t, J=8.8Hz),2.64(3H,s),2. 
40-1. 54(8H,m) 


mm 


> 9 0% (NMR) 






MS 


411 (M+l) 
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37 


1H NMR( 6 ) ppm 


l 0 

2H0I 


0 


300MHz, DMS0-d6 
10. 47(lH,brs, ),9. 15(lH,b 
r<t) 8 4ft flH <s) ft 07 HH A 
,J=9. 0Hz),7. 93(lH,d, J=8. 
7H7^ 7 77 (?H d T=R 7Hy) 
7. 55-7. 29(7H,m),5. 26 (2H, 
s) , 4. 93 (1H, quint. J=9. 0Hz 
),3. 77-3.63(2H,m),3. 39-3 
.23(2H,m),2. 84(6H,d. J=4. 
8Hz),2. 32-1. 60(8H,m) 


mm 


>9 0% (NMR) 




MS 


483 (M+l) 







38 


1H NMR( 6 ) ppm 




«-N /=\ 


300MHz, CDC13 

8.69(lH,s),8. 19 (1H, d, J=9 
. 0Hz) , 7. 62 (2H, d, J=8. 7Hz) 
,7. 54(lH,d. J=9.0Hz),7.48 
-7. 36(5H,m),7. 15(2H,d, J= 
8.7Hz),5. 17(2H,s),4.98(l 
H, quint. J=9. 0Hz) , 2. 27-2. 
07 (6H, m) , 1. 82-1. 78 (2H, m) 

• 


m& >9 0% (NMR) 




MS 


414(M+1) 







39 


1H NMR( 5 ) ppm 


HCI 




300MHz, DMS0-d6 
7.84(1H, d,J=9.0Hz),7. 79 ( 
2H, d. J=8. 7Hz) , 7. 52-7. 33 ( 
8H, m) , 7. 26 (1H, d, J=9. 0Hz) 
,5. 27 (2H, s),4.92(lH,quin 
t.J=9.3Hz),2. 19-1. 70 (8H, 
m). 


mm 


> 9 0% (NMR) 




MS 


384 (M+l) 
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nmm&* 40 


1H NMR( 5 ) ppm 
300MHz, CDC13 

7. 72 (1H, s),7. 60-7. 35(10H 
,m),7. 10 (2H, d,J=8. 7Hz),5 
. 14 (2H, s),4.90(lH,quint. 
J=8. 8Hz) , 2. 29-2. 19(2H, m) 
,2. 19 (3H, s),2. 19-1. 74 (6H 
, m). 


0 


*>B& > 9 0% (NMR) 


MS 426 (M+l) 




mmm^ 4i 


1H NMR( 6 ) ppm 
300MHz, CDC13 

7.66(lH,s),7.61(2H,d,J=8 
.8Hz),7.50-7. 28(7H,m),7. 
12 (2H, d,J=8.8Hz),6.86(lH 
,brs),5. 15(2H,s),4.94UH 
, quint, J=8. 8Hz) , 2. 97 (3H, 
s),2.29-1.76(8H,m). 


H 

VVv« 4 /=\ 

0 


> 9 0% (NMR) 


MS 462 (M+l) 





42 


1H NMR( 6 ) ppm 






300MHz, DMSO 

8. ll(lH,s),7.81(lH,d,J=8 
. 4Hz) , 7. 72 (1H, d, J=8. 4Hz) 
,7. 65 (2H, d,J=8.4Hz),7. 51 
(2H,m),7.43(2H,m),7. 37(1 
H,m),7. 29 (2H, s),7. 23 (2H, 
d, J=8.4Hz),5. 22(2H,s).4. 
89 (1H, quintet, J=9. 2Hz) , 2 
.2-2.0(6H,m), 1.7(2H,m). 


mm 


>9 0% (NMR) 




MS 


448 (M+) 
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43 


1H NMR( 6 ) ppm 


0 




300HHz, DMS0-d6 

8. 33(lH,s),8.08(lH,d,J=9 

.0Hz),7. 99(lH,d. J=9.0Hz) 

,7. 47-7. 4l(4H.m),7. 33 (2H 

,d,J=8.4Hz),5.22(2H,s),4 

. 96 (1H, quint, J=9. 0Hz) , 2. 

25-1.60(8H,m),l. 30 (9H, s) 

• 


>9 0% (NMR) 




MS 


469 (M+l) 





mmm&tk 44 


1H NMR(S) ppm 

300MHz, DMS0-d6 
12.9(2H,brs),8. 25 (1H, s), 
8.00(2H,d,J=7.8Hz),7. 90 ( 
lH,d, J=8.4Hz),7. 74 (1H, d, 
J=8.7Hz),7. 67(2H,d,J=9.0 
Hz). 7. 62 (2H, d, J=8. lHz),7 
.24(2H,d, J=8.4Hz),5. 32(2 
H, s) , 4. 88 (1H, quint, J=9. 0 
Hz, 2. 25-1.60(8H,m). 




*£A >9 0% (NMR) 


MS 457 (M+l) 




mm&m& 45 


1H NMR(S) ppm 

300MHz, DMS0-d6 
13.4(lH,brs),8. 32(lH,s), 
8. 06 (1H, d, J=8. 7Hz), 7. 97 ( 
lH,d, J=8. 7Hz),7. 79 (2H, d. 
J=8. 8Hz) , 7. 56-7. 48 (4H, m) 
,7. 33(2H,d, J=8.8Hz),5. 27 
(2H, s) , 4. 95 (1H, quint, J=8 
.9Hz),2.30-1.60(8H,m). 


0 

0 


MS > 9 0% (NMR) 


MS 447 (M+l) 
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46 


1H NMR( 6 ) ppm 


0 

jj 


b ° 


300MHz DMS0-d6 

8.33UH, s),8. 07 (1H, d, J=8 

• I til*/ j I* 90 v. in, U, J O. I WL) 

,7. 80<2H, d, J=8. 4Hz), 7, 34 

V£fly Uy O* *±Xi£li y I . 19 \ lily U| J 

=3. 6Hz) , 7. 09 (1H, d, J=3. 6H 
z),5.41(2H, s).4.95(lH,qu 
int.J=8.7Hz),2. 30-1.60(8 
H,m). 


mm 


> 9 0% (NMR) 




MS 


453 (M+l) 





mg0y## 47 


1H NMR(6) ppm 

300MHz, DMS0-d6 

8. 33 (1H, s),8. 07(lH,d, J=8 

• 4Hz),7.98(lH, d. J=9.0Hz) 

,7. 82-7. 72(6H,m),7. 35 (2H 

,d, J=9. 0Hz),5.40(2H, s),4 

. 95 (1H, quint. J=8. 7Hz) , 2. 

35-1.60(8H,m). 


o 


> 9 0% (NMR) 


MS 481 (M+l) 







48 


1H NMR( 8 ) ppm 


0 




►A 


300MHz, DMS0-d6 
8. 23(lH,s),7. 88(lH,d,J=8 
.4Hz),7. 70 (1H, d,J=8.4Hz) 
,7.64(2H. d, J=8.4Hz),7,43 
(2H, d, J=8. 4Hz), 7.20 (2H,d 
, J=8. 4Hz),6. 98(2H,d, J=8. 
4Hz),5. 13 (2H, s),4.88(lH, 
quint, J=8. 7Hz) , 3. 77 (3H, s 
),2. 35-1. 60(8H,m). 




>9 0% (NMR) 






MS 


443 (M+l) 
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49 


1H NMR( S ) ppm 

300MHz, DMS0-d6 

8. 93(2H,d,J=6.6Hz),8. 35 ( 

lH,s),8.06-8.04(3H,m),7. 

97 (1H, d, J=8. 7Hz) , 7. 83 (2H 

, U, J~o. / nZ^ , I • JO vzn, Q, j — 

8. 7Hz), 5.61 (2H, s), 4. 94(1 
H, quint, J=8. 7Hz) , 2. 40-1. 
60(8H,m). 


0 


>9 0% (NMR) 


MS 414 (M+l) 




50 


1H NMR( 6) ppm 

300MHz, DMS0-d6 
8. 33(lH,s),8. 08(lH,d, J=8 
. 7Hz) , 7. 99 (1H, d, J=9. 0Hz) 
,7. 78(2H,d, J=8.4Hz),7. 39 
(2H,d, J=8. lHz),7. 32(2H,d 
,J=8.7Hz),7.23(2H, d,J=7. 
8Hz),5. 22 (2H. s),4. 96 (1H, 
quint, J=9. 0Hz) , 2. 32 (3H, s 
),2. 30-1.60(8H,m). 




> 9 0% (NMR) 


MS 427 (M+l) 




mrn&m* 51 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.3K1H, s),8. 03 (1H, d, J=9 
.0Hz),7. 93(lH,d, J=9. 0Hz) 
,7. 77 (2H, d, J=8. 4Hz), 7. 31 
(2H, d,J=8.7Hz),5. 07(2H,s 
) , 4. 94 (1H, quint, J=8. 7Hz) 
,2. 45 (3H, s),2. 26 (3H, s),2 
.26-1.60(8H,m). 




#fi& > 9 0% (NMR) 


MS 432 (M+l) 
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nm&m* 52 


1H NMR(S) ppm | 


b 


12.7(1H, brs),10,0(lH, s), 

fl 99/1U 7 R7(1H rf T=fi 
0. v xri| 0/ t 1 • 01 v in, u, j 0 

.6Hz), 7. 69 (1H, d, J=8. 6H2) 
y 1 • 00 \^n F u, j— 0. on^y , \j» 
(2H,d, J=8.6Hz),4. 89(lH,q 
uint. J=9. 0Hz) , 2. 30-1. 60 ( 
8H,m). 


mm 


>9 0% (NMR) 




MS 


323 (M+l) 





mmm^ 53 


1H NMR(5) ppm 

300MHz, DMS0-d6 
9. 18(lH,t, J=5.6Hz),8. 34 ( 
1H, s),8. 04 (1H, d, J=9.6Hz) 
,7.98(lH,d, J=8. 7Hz),7. 80 
(2H,d. J=8.7Hz),7. 52-7. 32 
(7H,m),5.27(2H, s), 4. 95(1 
H, quint, J=9. 0Hz) , 3. 99 (2H 
,d,J=5. 7Hz),2.40-1.60(8H 
,m). 




>9 0% (NMR) 


MS 470 (M+l) 




54 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 32 (1H, s),8. 05(lH,d, J=8 
.7Hz),7. 95(lH,d, J=8. 7Hz) 
, 7. 80 (2H, d, J=8. 4Hz) , 7. 67 
(1H, t, J=4. 5Hz),7. 56(lH,t 
, J=4. 5Hz) , 7. 45-7. 42 (2H, m 
),7.35 (2H,d, J=8.4Hz),5.3 
1(2H, s),4. 96 (1H, quint, J= 
9.0Hz), 2. 30-1.60(8H,m). 


O 


>9 0% (NMR) 


MS 447 (M+l) 
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55 


1H NMR( 6 ) ppm 


0 




oUUMJIZ, UMoU^aD 

12. 78(lH,br 

s; , o. l\ \\)\y s) , 7. ooandY. 7 
2 (2H, ABq, J=8. 6Hz) , 7. 66an 
at. £ol4H, A B q, J— o. otiz) , 
7. 58(lH,s),7. 48-7. 42 (3H, 
m),5.24(lH, s),4. 88(lH,qu 
int. J=8. 8Hz), 2. 30-1. 91 (6 
H,m), 1.78-1. 60 (2H,m) 


mm 


> 9 0% (NMR) 




MS 


447 (M+l) 





mnm&-%- 56 


1H NMR(6) ppm 
300MHz, DMS0 

12.89(lH,broad),8. 18 (1H, 
s),7.87(lH, d, J=8.4Hz),7. 
74 (1H, d, J=9. 2Hz) , 7. 67 (2H 
,d, J=8. 8Hz),7. 52(2H,m),7 
.45(2H,m),7. 38 (1H, m), 7. 2 
3(2H,d, J=8. 8Hz),5.22(2H, 
s).4. 94 (1H, quintet, J=8. 9 
Hz), 2. 16(4H,m), 1.98(2H,m 
), 1.73(2H,m). 


' 0 


> 9 0% (NMR) 


MS 413 (M+) 




mmm&^ 57 


1H NMR(5) ppm 

300MHz, DMS0-d6 

10. 99 (1H, s),8. 26(lH,s),8 

. 01-7. 86 (4H, m) , 7. 69-7. 59 

(5H, m) , 7. 38 (2H, d, J=8. 7Hz 

),4. 86 (1H, quint. J=8. 7Hz) 

,2. 12-1. 90(6H, m), 1.72-1. 

59(2H,m) 




>9 0% (NMR) 


MS 462 (M+l) 
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58 


1H NMR( 6 ) ppm 


' 0 


_ V-\ J-\ /=< 

b 


300MHz, DMS0-d6 j 
12.78(lH.s),10.69(lH,s), 
8. 26-7. 72 (9H. m) . 4. 92 (1H. 
quint. J=9. 0Hz) , 2. 34-1. 70 
(6H, m) , 1. 75-L 61 (2H, m) 


mm 


> 9 0% (NMR) 




MS 


49401+1) 





Hlfe0y## 59 


1H NMR( 8 ) ppm 


0 




300MHz, DMS0-d6 
10. 82 (1H, s),8. 34 (1H, s),8 
. 14and7. 84 (4H, ABq, J=8. 4H 
z) , 8. 06and7. 66 (4H, A' B' q, 
J=8. 6Hz) , 8. 06-7. 98 (4H, m) 
, 5. 01 (1H, quint. J=9. 3Hz), 
2. 35-2. 15 (4H, m), 2. 11-1. 9 
6(211,111), 1. 80-1. 62(2H,m) 


>9 0% (NMR) 




MS 


460 (M+l) 







60 


1H NMR(S) ppm 




300MHz, DMS0-d6 
10.6K1H, s),8. 32(lH,s),8 
. 12and7. 81 (4H, ABq, J=8. 9H 
z) , 8. 03and7. 93 (2H, A* B' q, 
J=8. 7Hz) , 7. 95and7. 59 (4H, 
A*B*q, J=8. 4Hz) , 4. 99 (1H, q 
uint. J=9. 0Hz), 2. 33-2. 12 ( 
4H,m),2. 10-1.93(2H,m), 1. 
80-1. 63 (2H, m) , 1. 34 (9H, m) 


#6^ > 9 0% (NMR) 




MS 482 (M+l) 
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mmm^ 6i 


1H NMR( 6 ) ppm 

300MHz, DHS0-d6 
10.6(1H, s),8. 34(lH,s),8. 
13(2H,d.J=8. 7Hz). 8.09-7. 
98 (4H, m) , 7. 82 (2H, d. J=8. 7 
Hz; , /. al)-7. 35 kon, m; , 7. 20 
-7. 17 (2H, d, J=9. 0Hz) , 5. 24 
(2H, s).5.01(lH,quint.J=9 
.3Hz),2.40-l. 60(8H,m). 


0 


*fi& >9 0% (NMR) 


MS 532 (M+l) 




HJS0»l#-§- 62 


1H NHR(fi) ppm 

300MHz, DMS0-d6 
8. 32 (1H, s),8.26(lH,d,J=8 
. 7Hz) , 8. 04 (1H, d, J=8. 7Hz) 
,7.77(2H,d,J=8.4Hz),7. 52 
(2H, d. J=6. 9Hz) , 7. 46-7. 39 
(5H.m),5.28(2H, s),4. 38(1 

H, m),3. 71(lH,m),2. 60-2. 1 
5(2H,m),2.04-1.96(4H,m) > 

I. 30-1. 20(2H,m). 


OH 


>9 0% (NMR) 


MS 443 (m+l) 



mmmm^ 63 


1H NMR( S ) ppm 




300MHz, DMS0-d6 
8. 27 (1H, s),8. 14(lH,d,J=8 
. 7Hz) , 7. 96 (1H, d, J=8. 4Hz) 
,7. 71 (2H, d,J=9.0Hz),7.51 
(2H, d. J=6. 9Hz) , 7. 46-7. 37 
(3H,m),7. 30(2H,d, J=8.4Hz 
),5. 25(3H,s),4.39(lH,m), 
3.44(lH,m),3. 27(3H,s),2. 
60-1. 95(6H,m),l. 25-1. 05 ( 
2H, m) . 


*6S #J9 0% (NMR) 




MS 457 (M+l) 
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HiSfll#-Sf- 64 


1H NMR(5) ppm 

300MHz, DMS0-d6 I 
12.25(lH,brs),7.70-7.30( 
9H,m),7. 20(2H,d. J=8.7Hz) 
,7. 14(lH,d,J=8.4Hz),5. 20 
vZn, s; , 4. o4 v in, quint, j-d 
.0Hz),3.66(2H.s),2. 30-1. 
51(8H,m) 


0 


>9 0% (NMR) 


MS 427 (M+l) 




mmmm* 65 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
12.64(lH,brs),8. 13 (1H, s) 
,7.80(lH,d, J=7.2Hz),7. 59 
(1H, d. J=8. 7Hz), 7. 48-7. 30 
(5H,m),5. 11 (2H, s),5. 03(1 
H, quint, J=8. 7Hz) , 4. 20-4. 
05 (2H, m) , 3. 45-3. 90 (3H, m) 
,2. 15-1.60(12H, m) 


0 o 


MS >9 0% (NMR) 


MS 448 (M+l) 



mmmm^ 66 


1H NMR( 5 ) ppm 




300MHz, DMS0-d6 
10.59(lH,s),8.3l(lH, s),8 
. 10 (2H, d, J=8. 6Hz) , 8. 03 (1 
H, d. J=8. 7Hz) , 8. 00-7. 85 (3 
H,m),7. 80(2H,d, J=8.6Hz), 
7. 41 (2H, d, J=8. 2Hz) , 4. 98 ( 
1H, quint, J=8. 8Hz) , 2. 71-1 
. 10 (19H, m) 


> 9 0% (NMR) 




MS 508 (M+l) 
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nm&m^ 67 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
12.81(lH,brs),8. 42(lH,s) 
,7. 90<lH,d, J=8.5Hz),7.80 
-7. 52 (6H, m) , 7. 44 (2H, d, J= 

a. OnZJ , a. ZO V,Zn, SJ , 4. oo \i 

H, quimt. J=8. 8Hz) , 2. 30-1. 
52 (8H, m) 


0 

h « 


> 9 0 % (NMR) 


MS 481 (M+l) 




68 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.31(1H, d,J=1.4Hz),8. 05 ( 
1H, d, J=8.6Hz),7. 96(lH,d. 
J=8.6Hz),8.86-8. 61(4H,m) 
,7.5l(lH,d, J=6. 3Hz),7.33 
(2H, d, J=8. 8Hz) , 5. 28 (2H, s 
) , 4. 94 (1H, quint. J=8. 8Hz) 
,2.31-1.60(8H,m) 


0 


#6* >9 0% (NMR) 


MS 481 (M+l) 









69 


1H NMR(S) ppm 




b 


0 H 


3 


300MHz, DMS0-d6 
9. 88(lH,s),9.42(lH, s),8. 
32 (1H, s) , 8. 09and8. 02 (2H, 
ABq, J=9. 0Hz) , 7. 81and7. 78 
(4H, A' B' q, J=9. 2Hz) , 7. 50 ( 
2H,d,J=7.8Hz).7.31(2H,t, 
J=7. 8Hz) , 7. 00 (1H, t, J=7. 8 
Hz) , 5. 03 (1H, quint. J=8. 7H 
z), 2. 34-2. 17(4H,m),2. 13- 
1. 96(2H,m),l. 83-1. 64 (2H, 


mm 


>9 0% 


(NMR) 




m) 


MS 


441 (M+l) 
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70 


1H NMR( 5 ) ppm 


0 


^-N /=\ 


8. 27(lH,d, J=l. 2Hz),8.04( 

1H A T— ft 7H«»^ 7 OA fill #^ 

J=8.7Hz),7.72(2H,d,J=8.7 

H*^ 7 fiO— 7 9011911 mTfi 7A 

(1H, s),4. 92 (1H, quint. J=8 
.9Hz),2. 30-1.58(8H,m) 




>9 0% (NMR) 




MS 


489 (M+l) 





mtew&%- 71 


1H NMR(6) ppm 

300MHz, DMS0-d6 
8.3K1H, s),8.05(lH,d, J=8 
. 7Hz),7.97(lH, d, J=8.7Hz) 
,7.76(2H, d. J=8.6Hz),7.44 
-7. 19 (7H. m) , 4. 94 (1H, quin 
t, J=8. 8Hz) , 4. 35 (2H, t, J=6 
.7Hz),3. 10(2H,t, J=6.7Hz) 
,2.32-1. 60(8H,m) 




> 9 0% (NMR) 


MS 427 (M+l) 




mm&m^ 72 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 30(lH,s),8.25(lH,d,J=8 
. 7Hz) , 8. 03 (1H, d, J=9. 0Hz) 
,7.75(2H, d, J=8.7Hz),7.51 
(2H, d, J=7.2Hz),7.46-7.33 
(5H.m),5. 27(2H,s),4.36(l 
H, m) , 2. 50-2. 25 (2H, m) , 2. 1 
5-2. 00(2H,m), 1. 95-1. 85(2 
H,m), 1.35(lH,m), 1. 20-1. 1 
0(2H,m),0.87(9H, s). 




^ >9 0% (NMR) 


MS 483 (M+l) 
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73 


1H NMR( 5 ) ppm 


0 
11 


L ^-°v /=\ 

o 


300MHz, DMS0-d6 
7. 59 (2H, d. J=8. 4Hz) , 7. 52- 
7 35 (6H. m) 7 20(211 d T=8 
.7Hz),7. 14(lH,d, J=2. 1Hz) 
6 90 (1H dd T=9 0 2 4Hz) 
,5. 21 (2H, s),4. 83(lH,quin 
t,J=8. 7Hz),4.70(2H,s),2. 
30-1.90(6H,m), 1.75-1. 55 ( 
2H,m). 


mt 


>9 0% (NMR) 




MS 


443 (M+l) 







1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 27 (1H, s) , 8. 06and7. 97 (2 
H, ABq, J=8. 7Hz) , 7. 57and6. 
86 (4H, A' B* q, J=8. 9Hz) , 7. 4 
2-7.26(5H,m),5.04(lH,qui 
nt, J=9.0Hz),4.42(2H, s),2 
.32-1.94(6H,m), 1.80-1.62 
(2H, m) 




>9 0% (NMR) 


MS 412 (M+l) 




HJS0tJ#-J§- 75 


1H NMR(5) ppm 

300MHz, DMS0-d6 
12.80(1H, s),8. 26(lH,s),7 
.90(lH,d,J=9. 2Hz),7. 76-7 
. 60 (8H, m) , 7. 35 (2H, d, J=8. 
4Hz) , 4. 84 (1H, quint, J=8. 8 
Hz) , 3. 23 (3H, s) , 2. 32-1. 90 
(6H,m), 1.78-1. 61(2H,m) 


0 


#SgE > 9 0% (NMR) 


MS 476 (M+l) 
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76 


1H NMR( 6 ) ppm 


0 


o 


8.29(1H, s),8. 07and7.49(2 

H A Tin T— Q 7Ui»\ 7 A£om#47 

n, Aoq, J— o. inz) f / . ooancw. 
00(4H,A'B' q. J=7.7Hz),7.3 
7 # . 4ft von, m/ 1 o. uo ^m, qui 
nt, J=8. 8Hz),4.76(2H, s),3 
• 2K3H, s),2. 35-1.92(6H,m 
).l. 81-1.62(2H,m) 




>9 0% (NMR) 




MS 


426 (M+l) 





nmm&^ 77 


1H NMR(d) ppm 

300MHz, DMS0-d6 
8.2K1H, s),7. 87(lH,s),7. 
56and7. 43 (4H, ABq, J=8. 1Hz 
),7. 34-7. 16(5H.m),4. 25(1 
h, brt, J=12. 5Hz) , 3. 06-2. 9 
2(4H,m),2.41-2. 17(2H,m), 
1.96-1. 77(4H,m), 1.72-1. 5 
8 (lH,m), 1.48-1. 15(3H,m) 


! 0 


#6^ >9 0% (NMR) 


MS 425 (M+l) 




mmm^ 78 


1H NMR( 8 ) ppm ] 

300MHz, DMS0-d6 

8. 14 (1H, s) , 7. 79 (1H, d, J=9 

.0Hz),7. 57 (1H, d, J=8. 7Hz) 

, 7. 40-7. 20 (5H, m) , 4. 89 (1H 

, quint, J=8. 7Hz), 3. 54 (2H, 

s),3. 19-2. 90(3H,m),2. 23- 

1.69(14H,m) 




*>6£ >9 0% (NMR) 


MS 404 (M+l) 
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* 17 
79 



wJ Sa:K> 



> 9 0% (NMR) 



MS 



418 (M+l) 



1H NMR( 5 ) ppm 

300MHz, DMS0-d6 

8. 15(lH,s).7.81(lH, d, J=8 

.4Hz),7. 59(lH,d. J=9.0Hz) 

,7. 50-7. 38(5H.m),5. 05 (1H 

, quint. J=9. 0Hz) , 3. 85-2. 9 

5(3H,m),2.20-1.65(14H f m) 



mmm&% so 


1H NMR(S) ppm 


0 


300MHz, DMS0-d6 

8. 17(lH,m),7. 84(lH,d. J=8 

.4Hz),7.78-7.62(3H J m),7. 

49 (2H, d. J=8. 1Hz) , 5. 05-4. 

91 (1H, m) , 3. 80-3. 70 (2H, m) 

, 3. 30-3. 12 (1H, m) , 2. 48-2. 

31(5H,m),2. 15-1.60(12H,m 


>9 0% (NMR) 




MS 468 (M+l) 





81 




MS~ 



> 9 0% (NMR) 
495 (M+l) 



1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
12.75(lH,brs),8. 21(lH,d, 
J=1.4Hz),7. 49 (1H, d, J=8. 6 
Hz), 7. 85 (1H, dd, J=8. 6, 1.4 
Hz),7.70-7.55(5H,m),7. 23 
(2H,d,J=8. 7Hz),5. 25(2H,s 
),4.36-4. 15(lH,m),2. 39-2 
. 18<2H,m),2.00-1.78(4H,m 
), 1.70-1. 57(lH,m),l. 48-1 
. 15(3H,m) 
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%*0f*# 82 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 27(lH,s),8. 22(lH,d, J=8 
• 7Hz),8. 02(lH,d, J=8.7Hz) 
,7.69(2H, d.J=8. 7Hz),7.60 
-7. 50 (4H, m) , 7. 45-7. 25 (8H 
,m),6. 75(lH,s),4.21-4. 23 
(1H, m) , 2. 39-2. 18 (2H, m) , 2 
. 10-1. 78(4H,m), 1.70-1. 15 
(4H,m) j 


0 


>9 0% (NMR) 


MS 503 (M+l) 




mm^m^r 83 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
13.2(lH,brs),8. 30 (1H, s), 
8.23(1H, d, J=8.8Hz),8. 02 ( 
1H, d, J=8. 7Hz),7.74(2H, d. 
J=8. 6Hz) , 7. 40-7. 33 (5H. m) 
,5. 22(2H,s),4.36(lH,m),2 
.50-1.40(10H,m), 1.31(18H 
,s). 




>9 0% (NMR) 


MS 539 (M+l) 






1H NMR( 6 ) ppm 
mixture of 

isomers (cis : trans=3 : 1) 
300MHz, DMS0-d6 
8.30(1H, s),8. 20-7. 95 (2H, 
m),7. 72 (2H, d. J=8. 4Hz) , 7. 
52-7. 29 (7H, m) , 5. 25 (2H, s) 
,4. 34, 3. 40(lH,m),2.50-2. 
20 (2H, m) , 2. 05-1. 50 (6H, m) 
,1. 14, 0. 90(3H,d,J=6. 9, 6. 
3Hz),1.09(lH,m). 




#CS > 9 0% (NMR) 


MS 441 (M+l) 
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mnm& 


85 


IH NMR(S) ppm 


0 


6 


8. 25(lH,s),8. 14-7. 83 (6H, 

m\ 7 77—7 AA(^W mS 7 91 ( 

2H, d, J=7. 8Hz),4. 44<2H,br 

> **. oi v in, Dx v *3. OO V^n, 

brt) , 2. 20-2. 16 (2H, m) , 2. 0 
0-1.74(4H,m), 1. 70-1.55(1 
H,m). 1.45-1. 14 (3H,m) 




>9 0% (NMR) 




MS 


491 (M+l) 





mrnrnrn^- 86 


IH NMR( 6 ) ppn 

300MHz, DMS0-d6 
12. 75 (IH, s),8. 23(lH,s),8 
.15(1H, d,J=7.6Hz),8. 02-7 
. 53 (10H, m) , 7. 32 (2H, d, J=8 
.7Hz),5.68(2H, s),4. 32 (IH 
, brt, j=12. 2Hz) , 2. 41-2. 20 
(2H,m),2.01-1.78(4H,m),l 
. 71-1. 56 (lH,m), 1.50-1.16 
(3H, m) 




*6S >90% (NMR) 


MS 477 (M+l) 




nm&m* 87 


IH NMR(S) ppm 

300MHz, DMS0-d6 
12. 75(lH,brs),8. 16 (IH, s) 
, 7. 91and7. 82 (2H, ABq, J=8. 
5Hz),7.44and6.86(4H,A*B' 
q, J=8. 6Hz) , 7. 39-7. 26(10H 
,m),4. 82(2H.s),4. 35(lH.b 
rt, J=12. 2Hz), 2. 35-2. 16(2 
H,m),l. 97-1. 75(4H,m), 1.6 
9-1.56(lH,m), 1. 45-1. 16(3 
H,m) 




fcfiS? > 9 0% (NMR) 


MS 516 (M+l) 
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88 


1H NMR( 5 ) ppm 


o 

II 


6 ^ 


300MHz, DMS0-d6 
8.31(1H, s),8. 26and8. 06(2 
H, ABq, J=8. 9Hz) , 7. 73and7. 
22(4H,A'B , q.J=8. 7Hz),7.5 
0-7. 36 (8H, m) , 5. 10 (2H. s) , 
4. 37 (1H, brt, J=12. 2Hz) , 2. 
38-2. 28 (2H, m) , 2. 10-1. 80 ( 
4H,m),l. 70-1.56(lH,m), 1. 
50-1.20(3H,m) 


mm 


>9 0% (NMR) 




MS 


503 (M+l) 







89 


1H NMR( 5 ) ppm 








*6S 9 1% (HPLC) 




MS 


427 (M+l) 





mrnm&-% 90 


1H NMR(5) ppm 

300MHz, DMS0-d6 
8.40-8. 20(2H,m),8.04(lH, 
d, J=8. 4Hz) , 7. 65 (2H, d, J=8 
.4Hz),7.50-7. 10(12H,m),5 
.08(lH,m),4. 33(1^111), 3.0 
0(4H,m),2. 50-1. 10(l0H,m) 


6 & 


£6S >9 0% (NMR) 


MS 531 (M+l) 
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3£*fe0!!#^ 91 


1H NHR( 6 ) ppm 


0 

II 

6 ^ 


300MHz, DMS0-d6 
8.31(lH,s),8.27(lH,d.J=8 
. 7Hz) , 8. 08-8. 03 (3H, m) , 7. 
77-7. 58(5H,m),7.31(2H,d, 
J=8.7Hz),5. 81(2H,s),4.40 
(lH,m),2. 50-1. 20(10H,m). 


#>J9 0% (NMR) 




MS 455 (M+l) 





92 


1H NMR( 6 ) ppm 




300MHz, DMS0-d6 
11.8(lH,brs),8. 07(lH,s), 
7. 89(lH,d,J=8.7Hz),7.84( 
lH,d,J=8. 4Hz),7.69(2H.m) 
,7.48(3H.m),4. 42(2H,s),4 
. ll(lH.m),3. 73(4H,m),3.4 
0(4H,m),2.40-l. 40(l0H.m) 


ma 


>9 0% (NMR) 




MS 


41901+1) 





mmmm^ . 93 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 32 (1H, s) , 8. 28 (1H, d, J=8 
'.9Hz).8.05(lH, d,J=8.7Hz) 
,7. 72(2H,d,J=8. 7Hz),7. 38 
(4H,d, J=7. 2Hz),7.31(4H,t 
. J=7. 3Hz) , 7. 21-7. 17 (4H, m 
),4. 37(lH,m),4.26(lH, t.J 
=7. 9Hz) , 4. 01 (2H, t, J=6. 2H 
z) , 2. 57 (2H, m) , 2. 50-2. 20 ( 
2H. m) , 2. 10-2. 00 (2H, m) , 2. 
00-1. 75(2H,m), 1.75-1. 55 ( 
lH,m), 1. 55-1.20(3H,m). 


6 


*£A > 9 0% (NMR) 


MS 531 (M+l) 
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94 


1H NMR( 6 ) ppm 


-Ac 


6 - 


300MHz, DMS0-d6 
8. 32 (1H, s),8. 27(lH,d,J=9 
.0Hz),8. 05 (1H, d. J=8. 7Hz) 
,7. 75-7. 70(3H,m),7. 56 (1H 
,d.J=8.4Hz),7. 55-7. 35 (6H 
,m),7. 22 (2H, d,J=8. 7Hz),5 
. 11(2H, s),4. 36(lH,m),2.4 
0-2. 15 (2H, m) . 2. 15-1. 95 (2 
H,m), 1.95-1. 75(2H,m),l. 7 
5-1. 55(lH,m), 1.55-1.20(3 
H,m). 


>9 0% (NMR) 


MS 


537 (M+l) 







95 


1H NMR ( 6 ) ppm 




6 


300Hz, DMS0-d6 
12.9(lH,brs),8.02(lH, s), 
7. 82 (2H, m) , 7. 40-7. 25 (5H. 
m),4. 58 (2H. s)',4. 09(lH.m) 
,3. 71(lH.m),3. 49(2H,m),3 
. 2l(2H,m),2. 35-1. 30(14H, 
m). 




>9 0% (NMR) 




MS 


434 (M+l) 







96 


1H NMR(S) ppm 


0 




300MHz, DMS0-d6 
8.3K1H, d, J=l. 3Hz) , 8. 27 ( 
1H, d, J=8.8Hz),8.05(lH, d, 
J=8. 8Hz) , 7. 76 (2H, d. J=8. 7 
Hz), 7. 40-7. 25(4H,m),7. 06 
-6. 90 (3H, m) , 4. 53-4. 26 (5H 
,m),2.40-2. 18(2H,m),2. 12 
-1.56(5H,m), 1.50-1. 19 (3H 
,m) 


n& >9 0% (NMR) 




MS 


457 (M+l) 





160 
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mm&m-^ 97 


1H NMR(d) ppm 

300MHz, DMS0-d6 
8.32QH, d, J=1.3Hz),8. 29 ( 
1H, d, J=8. 8Hz) , 8. 05 (1H, dd 
,J=8.8, 1.3Hz),8. 42(2H,d. 
J=8.8Hz),7. 37-7. 16(7H,m) 
,4. 48-4. 30(lH,m),4. 12 (2H 
, t. J=6. 2Hz) , 2. 83-2. 70 (2H 
,m),2.40-1.50(9H,m), 1. 59 
-1. 19(3H,m) 


0 

o ^ 


>9 0% (NMR) 


MS 455 (M+l) 




mrnmrn^- 98 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 28 (1H, d, J=1.3Hz),8.21( 
1H, d, J=8.8Hz),8.01(lH, d, 
J=10. lHz),7. 70(2H,d.J=8. 
7Hz),7. 33-7. 12(7H,m),4.4 
4-4. 28 (1H, m) , 4. 10 (2H, t, J 
=6. 3Hz) , 2. 62 (2H, t. J=7. 4H 
z), 2. 39-2. 15(2H,m),2. 10- 
1. 18(14H,ni) 




>9 0% (NMR) 


MS 483 (M+l) 



mmmm* 99 


1H NMR(S) ppm 




300MHz, DMS0-d6 
12. 93 (1H, brs) , 8. 30 (1H, d, 
J=1.4Hz),8. 04(lH,d, J=8. 7 
Hz), 7. 92(lH,dd,J=8. 7, 1.4 
Hz),7.59-7.34(5H.m),7. 07 
(1H, s), 5. 38 (2H, s), 4. 78-4 
.60(lH,m),2.32-2. 14(2H,m 
),2.03-1.28(8H,m) 


>9 0% (NMR) 




MS 


418 (M+l) 





161 
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100 


IH NMR( 6 ) ppm 


0 


6 


300MHz, DMS0-d6 
8. 46 (IH, d,J=2. lHz),8. 16 ( 
IH, s) , 8. 00 (IH, dd, J=8. 5, 2 
. lHz),7. 87(lH,d, J=8.5Hz) 
,7. 68 (IH, d. J=8. 5Hz),7. 55 
-7. 30(5H,m),7.08(lH, d, J= 
8. 5Hz),5. 45 (2H, s),4. 25-4 
.08(lH,ra),2. 39-2. 18(2H,m 
),2. 00-1. 75(4H,m), 1.70-1 
. 55 (lH.m), 1.45-1. 19(3H,m 


m& >9 0% (NMR) 


MS 


427 (M+l) 





mmmm-^r 101 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 33 (IH, s),8.31(lH, d, J=6 
. 9Hz) , 8. 06 (IH, d, J=8. 4Hz) 
, 7. 76and7. 29 (4H, ABq, J=8. 
9Hz),6. 68(2H,s),4. 37 (IH, 
m),4. 35 (2H, t, J=7. OHz) , 3. 
79 (6H, s) , 3. 63 (3H, s) , 3. 04 
(2H, t, J=6. 9Hz) , 2. 30 (2H. m 
),2. 04(2H,m),1.86(2H.m), 
1. 65 (IH, m), 1.50-1. 15 (3H, 
m) 


H,C-0 0 


#El£ > 9 0% (NMR) 


MS 531 (M+l) 




102 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
12. 88 (IH, s),8. 34 (IH, s),7 
.86(lH,d, J=8. 5Hz),7. 73(1 ' 
H, d, J=8. 5Hz) , 7. 63and7. 23 
(4H, ABq, J=8. 7Hz) , 7. 52-7. 
35(5H.m),5. 22 (2H. s),4. 31 
(lH.m),2. 39(2H.m), 1.79(2 
H.m), 1. 53(2H.m), 1.3K2H. 
m), 1. 11 (3H, s),0. 95 (3H, s) 


>9 0% (NMR) 


MS 455 (M+l) 
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mmw&-%r 103 


IH NMR(6) ppm 

300MHz, DMS0-d6 
12. 79(lH,brs),8.22(2H, s) 
, 8. 02-7. 78 (4H, m) , 7. 63-7. 
42(6H,m),7.20-7. 09(2H.m) 
,4.43(2H,s),4. 27 (IH. brt, 
J=12.2Hz),3.59(2H,s),2.3 
9-2. 15(2H,m), 1.98-1. 72(4 
H,m), 1. 68-1. 59(lH,m), 1.4 
3-1. 12(3H,m) 


o jf r ~%— 

6 


>9 0% (NMR) 


MS 491 (M+l) 




%MW&*lr 104 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 75(lH,s),8.23(lH, s),7 
. 94and7. 86 (2H, ABq, J=8. 6H 
z) , 7. 64and7. 05 (4H, A' B' q, 
J=8. 7Hz), 7. 32-7. 09 (9H, m) 
,5. 13 (2H, s) , 4. 28 (IH, brt, 
J=12. 2Hz) , 2. 36-2. 19 (2H, m 
), 1.95-1. 77(4H,m), 1.66-1 
.56(lH,m), 1.46-1. 10(3H,m 


1 7 — (\ /) — o 0— ' 


*6S >9 0% (NMR) 


MS 519 (H+l) 



wmm^ 105 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 ! 
8. 23 (IH, s) , 7. 94and7. 87 (2 
H, ABq, J=8. 6Hz) , 7. 68and7. 
17 (4H, A' B' q. J=8. 7Hz) , 7. 4 
6-7. 33 (6H, m) , 6. 93and6. 75 
(2H, A*B"q, J=8. 2Hz) , 6. 82 ( 
lH,s),5. 13(2H.s),4.30(lH 
, brt, J=12. 2Hz) , 2. 39-2. 18 
(2H,m),l. 98-1. 77(4H,m),l 
. 71-1. 59 (IH, m) , 1. 48-1. 20 
(3H,m) 




>9 0% (NMR) 


MS 519 (M+l) 
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106 


1H NMR(5) ppm 


0 




300MHz, DMS0-d6 
12.89(lH,brs),9. 73(lH,s) 
, 8. 24 (1H, s) , 8. 03and7. 91 ( 
2H, ABq, J=8. 7Hz) , 7. 66and7 
.04(4H,A' B' q,J=8. 7Hz),7. 
16-7. 03 (3H, m) , 6. 89 (2H, t, 
J=9.2Hz),4.33(lH,brt,J=l 
2. 2Hz) , 2. 40-2. 18 (2H, m) , 2 
. 00-1. 78 (4H, m) , 1. 70-1. 58 
(1H, m), 1.50-1. 20 (3H,m) 


mm 


>9 0% (NMR) 




MS 


429 (M+l) 





mfowm^ 107 


1H NMR ( 6 ) ppm 


0 




300MHz, DMS0-d6 
12. 98(lH,brs),9.82(lH,br 
s),8. 27 (1H, s),8.09and7.9 
4 (2H, ABq, J=8. 7Hz) , 7. 74an 
d7. 22 (4H, A' B'q. J=8. 7Hz), 
7. 28-7. 22(lH.m),6.67-6.5 
4(3H.m), 4.35(lH,brt,J=12 
.2Hz),2.40-2.20(2H,m),2. 
05-1. 80(4H,m),l. 72-1. 59 ( 
lH,m), 1. 50-1.21(3H,m) 


mm 


>9 0% (NMR) 




MS 


429 (M+l) 





mm# ios 


1H NMR( 5 ) ppm 






300MHz, DMS0-d6 
8. 24 (1H, s) , 8. 01and7. 90 (2 
H, ABq, J=8. 7Hz), 7, 65and7. 
03 (4H, A' B' q. J=8. 7Hz) , 7. 3 
2-7.20(3H, m),7. 08-7.03(1 
H. m) , 4. 32 (1H, brt, J=12. 2H 
z),3. 77(3H,s),2.36-2.20( 
2H,m),2. 00-1. 78(4H,m),l. 
71-1.59(lH,m), 1.44-1. 11 ( 
3H,m) 


mm 


>9 0% (NMR) 




MS 


443 (M+l) 
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mm&m-* 109 


1H NMR( 6 ) ppm 

300MHz, DMSO-d6 
12. 75(lH,s),8.24(lH,s),7 
. 96and7. 87 (2H, ABq, J=9. OH 
z) , 7. 69and7. 19 (4H, A' B' q, 
J=8.6Hz),7. 37(lH,t.J=7. 1 
Hz) , 6. 84-6. 70 (3H. m) , 4. 31 
(1H. brt, J=12. 2Hz),3.78(3 
H,s),2. 39-2. 20(2H,m), 1.9 
8-1. 78(4H,m),l. 76-1.60(1 
H, m) , 1. 48-1. 13(3H,m) 


0 

11 


>9 0% (NMR) 


MS 443 (M+l) 




mmw&%- no 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 31 (1H, s), 8. 26and8. 04(2 
H, ABq, J=8. 8Hz) , 7. 75and7. 
71(4H,A'B' q,J=8.8Hz),7.3 
2-7. 03(4H.m),4. 34(lH,brt 
, J=12. 2Hz),3.94(2H, t, J=6 
. 3Hz) , 2. 40-2. 19(2H,m),2. 
ll-1.81(4H,m), 1. 72-1. 16 ( 
6H,m),0.71(3H, t, J=7. 3Hz) 




>9 0% (NMR) 


MS 471 (M+l) 




mmwm* 111 


1H NMRU) ppm 

300MHz, DMS0-d6 
8. 22 (1H, s) , 7. 91and7. 87 (2 
H, ABq, J=8. 7Hz) , 7. 68and7. 
18(4H,A" B* q,J=8. 7Hz),7.3 
5(lH,t, J=8. 5Hz),6.80(lH, 
d. J=9. 0Hz) , 6. 72-6. 68 (2H, 
m) , 4. 30 (1H, brt, J=12. 2Hz) 
,3.94(2H,t.J=6.5Hz),2. 39 
-2. 18 (2H, m) , 1. 97-1. 58 (7H 
,m), 1. 45-1.20(3H,m),0. 97 
(3H, t, J=7. 4Hz) 


0 


>9 0% (NMR) 


MS 471 (M+l) 
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mmmm^ 112 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
12.73(lH,s),8. 22(lH,s),7 
. 94and7l 85 (2H, ABq, J=9. 3H 
z),7. 61and7.01(4H,A'B'q. 
J=8. 6Hz) , 7. 25-7. 00 (4H, m) 
,5. 25(2H,brs),4.55(2H,d, 
J=6.6Hz),4. 29(lH,brt,J=l 
2. 2Hz) , 2. 38-2. 18 (2H, m) , 1 
.96-1.78(4H,m), 1.70-1.56 
(lH.m), 1.67(3H,s), 1.60(3 
H, s), 1.48-1. 15(3H,m) 


S / 


MS >9 0% (NMR) 


MS 497 (M+l) 



mt&mm^r 113 


IH NMR(S) ppm 

300MHz, DMS0-d6 
12. 75(lH,s),8.23(lH,s),7 
. 95and7. 86 (2H, ABq, J=8. 9H 
z),7.69and7. 18(4H,A'B'q, 
J=8. 9Hz) , 7. 35 (IH, t, J=8. 3 
Hz), 6. 81-6.69(3H,m),5. 41 
(2H,brs),4. 54 (2H, d, J=6. 6 
Hz) , 4. 31 (IH, brt, J=12. 2Hz 
),2.41-2. 18(2H,m), 1.98-1 
.76(4H,m).1.73(3H, s),1.7 
0-1.58(lH,m), 1.68(3H,s), 
1.45-1. 17(3H,m) 




>9 0% (NMR) 


MS 497 (M+l) 




mmmw 114 


IH NMR( 8 ) ppm 

300MHz, DMSO-d6 
12. 73 (IH, s),8. 22 (IH, s),7 
. 94and7. 85 (2H, ABq, J=8. 4H 
z) , 7. 60ajid6. 99 (4H, A' B' q, 
J=8.6Hz),7. 29-7.00(4H.m) 
,4.29(lH,brt, J=12.2Hz),3 
.99(2H, t.J=6. 3Hz),2. 41-2 
.20(2H,m), 1.95-1. 76 (4H,m 
), 1.70-1. 14(7H,m),0. 76(3 
H, d, J=6. 6Hz) 


0 


>9 0% (NMR) 


MS 499 (M+l) 
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n-m&mtt 115 


1H NMR( 6 ) ppm 


0 




300MHz, DMS0-d6 
8. 23 (1H, s),7. 93and7. 87(2 
H, ABq, J=8. 6Hz), 7. 69and7. 
19 (4H, A'B'q,J=8.6Hz),7.3 
5(lH,t,J=7. 8Hz),6.82-6.6 
9 (3H. m) , 4. 30 (1H, brt, J=12 
. 2Hz) , 4. 00 (2H, t. J=6. 9Hz) 
,2.38-2. 20(2H,m), 1.97-1. 
54(8H,m),l. 47-1. 20(3H,m) 
,0. 93(6H,d,J=6.6Hz) 


MS > 9 0% (NMR) 




MS 


499 (M+l) 







1H NMR( 6) ppm 

300MHz, DMS0-d6 
8. 30 (1H. s),8.25(lH, d,J=8 
.9Hz),8.03(lH,d, J=8.8Hz) 
,7.68(2H, d, J=8.8Hz),7. 24 
(2H,d. J=7.2Hz),7. 19-7. 10 
(6H, m) , 6. 94 (2H, t. J=7. 2Hz 
),4. 34(lH,m),4. 19(4H,brs 
),3. 10(4H,brs),2.40-2. 15 
(2H,m),2. 10-1.95(2H,ni),l 
.95-1.75(2H,m), 1.75-1. 55 
(lH.m), 1. 55-1.20(3H,m). 




MS >9 0% (NMR) 


MS 557 (M+l) 




mrnvm-z ii7 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
12.8(lH,brs),8. 22(lH,s), 
7. 98(lH,d, J=8. 7Hz),7. 87 ( 
1H, d, J=8. 6Hz) . 7. 80(2H,d. 
J=8. 2Hz) , 7. 72-7. 67 (3H, m) 
, 7. 59 (2H, d, J=8. 7Hz) , 7. 54 
-7. 51 (2H, m) , 7. 42-7. 41 (1H 
,m),7. ll(2H,d,J=8. 8Hz),5 
.09(2H, s),4.27(lH,m),2.4 
0-2. 15 (2H, m) , 2. 00-1. 75 (4 
H.m),l. 75-1. 55(lH,m),1.5 
5-1. 15(3H,m). 




MS >9 0% (NMR) 


MS 571 (M+l) 
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m 30 


%M»m# us 


1H NMR( 8 ) ppm 


0 


CI 


300MHz, DMSO-do 
13. 3(lH,brs),8. 30 (1H, s), 
8. 25 UH, d, J=8. 9Hz; , 8. 04 ( 
lH,d, J=8. 7Hz),7. 72 (2H, d, 
J=8. 8Hz) , 7. 57 (4H, d, J=8. 6 
Hz) , 7. 47 (4H, d, J=8. 6Hz) , 7 
.33(2H, d, J=8. 9Hz),6. 84(1 

H, s),4. 33(lH,m),2. 45-2. 1 
0 (2H, m) , 2. 10-1. 95 (2H, m) , 

I. 95-1. 70 (2H,m), 1.70-1.5 
5(lH,m), 1. 55-1. 15(3H,m). 




> 9 0% (NMR) 


MS 


571 (M+l) 





119 



H0 




H,C 



mm 



> 9 0% (NMR) 



MS 



471 (M+l) 



1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 32-8. 30 (2H, m) , 8. 07-8. 0 
3 (1H, m) , 7. 74and6. 90 (4H, A 
Bq, J=8. 7Hz),4. 37(lH,m),4 
.3l(2H,t, J-6. 8Hz),3. 74 (3 
H, s),3. 04 (2H, t, J=6. 7Hz), 
2. 30(2H,m),2. 02(2H,bi), 1. 
86 (2H,m). 1.63(1H, m),1.55 
-1. 15(3H,m) 



120 



MS 



> 9 0% (NMR) 
471 (M+l) 



1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 23 (1H, s),7. 99(lH,d,J=8 
.7Hz),7. 88 (1H, d, J=8.4Hz) 
, 7. 61and7. 16 (4H, ABq, J=8. 
6Hz), 7. 30-7. 22(2H,m),7. 0 
1(2H, d, J=8. lHz),6. 92 (1H, 
t, J=7. 5Hz) , 4. 28(lH,m),4. 
25 (2H, t, J=7. 2Hz) , 3. 83 (3H 
,s),3.07(2H. t, J=7. lHz),2 
.28(2H,m)2. 00-1. 75(4H,m) 
,1. 70-1. 55 (lH,m), 1.50-1. 
15(3H,m) 



168 



WO 01/47883 



PCT/JP00/09181 



m 31 



r Ir 1 f_ - Ani <tr i~~t _ 

121 


1H NMR( S ) ppm 

300MHz, DMS0-d6 
12. 85 (1H, brs) , 8. 24 (1H, s) 
, 8. 01 Un, d, J-8. 7Hz; , 7. 90 
(1H, d, J=8. 6Hz) , 7. 62and, 7 
. 17(4H,ABq,J=8. 7Hz), 7. 24 
(lH.m),6.94(2H,m),6. 82(1 
H,m),4. 32 (2H, t, J=6.7Hz), 
3. 76 (3H, s),3. 07 (2H,t,J=6 
.7Hz),2.29(2H,ni),2. 00-1. 
75(4H,m), 1.70-1. 55(lH,m) 
, 1. 50-1. 15 (3H, m) 


0 


>9 0% (NMR) 


MS 471 (M+l) 




^ife«BJ#-^ 122 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
12.8(lH,brs),8. 22 (1H, s), 
7. 87 (2H, m) , 7. 62 (2H, d. J=8 
. lHz),7. 60-7.20(7H.m),5. 
23 (2H, s) , 4. 46 (1H, m) , 2. 50 
-2. 30 (2H, m) , 1. 70-1. 40 (10 
H,m). 




> 9 0% (NMR) 


MS 441 (M+l) 



123 


1H NMR( 6 ) ppm 




300MHz, DMS0-d6 
8. 24 (1H, s),7. 97(lH,d, J=9 
.0Hz),7. 87 (1H, d, J=8.4Hz) 
,7.65(2H,d, J=8. 7Hz),7.40 
-7. 05 (9H, m) , 7. 03 (2H, d, J= 
8.4Hz),4. 31(lH,m),4. 18(2 
H, t,J=6. 6Hz),2.8l(2H, t.J 
=6. 3Hz) , 2. 40-2. 20 (2H, m) , 
2. 00-1.70(4H,m), 1.70-1.5 
0(lH,m), 1.50-1. 05 (3H,m). 


>9 0% (NMR) 




MS 533 (M+l) 
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Hifc0y#-§- 124 


1H NMR( 5 ) ppm 

300MHz. DMS0-d6 
13.1(lH,brs),8.29(lH, s), 

o 17/111 j t — q «7lIrF\ 7 QQ ( 

0. 1 r \in f a, j— 0. i nz/ , r • yy v 
1H, d,J=8.7Hz),7.77(2H,d. 
J=8. 7Hz) , 7. 40-7. 20 (8H, m) 
,6.84(lH,d. J=9.3Hz),6.75 
-6. 72(2H,m).4.36(lH,m),4 
. 22 (2H, t, J=6. 8Hz) . 3. 04 (2 
H, t, J=6. 7Hz) , 2. 40-2. 15 (2 
H,m),2. 15-1. 95(2H,m),1.9 
5-1.75(2H,m), 1.75-1.55(1 
H,m),l. 55-1. 15(3H.m). 




>9 0% (NMR) 


MS 533 (M+l) 




Hlfe0>l#-!§- 125 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 32 (1H, s),8. 28(lH,d,J=8 
. 7Hz) , 8. 05 (1H, d, J=9. 0Hz) 
,7. 73(2H,d, J=9.0Hz),7.43 
(4H, d. J=7. 2Hz) , 7. 36-7. 20 
(8H,m),4. 74 (2H, d,J=7. 5Hz 
),4. 57(lH,t, J=7.5Hz),4.3 
8(lH,m),2.40-2. 15(2H,m), 
2. 15-1. 95 (2H,m), 1.95-1.8 
5(2H,m), 1. 85-1.55(lH,m), 
1.55-1. 20 (3H,m). ! 


0 


>9 0% (NMR) 


MS 517 (M+l) 




%mm^ 126 


1H NMR( 6) ppm 

300MHz, DMS0-d6 
8. 32 (1H, s),8. 14(lH,d,J=8 
.7Hz),8. 03 (1H, d,J=8. 7Hz) 
,7. 77 (2H, d. J=9. 0Hz),7. 52 
-7.31(7H.m), 5. 74(2H.m),5 
. 26(2H. s),4. 6l(lH,m),2.9 
6(lH,m).2.60-2. 10(5H,m). 


6 


> 9 0% (NMR) 


MS 425 (M+l) 
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mmmmsk 127 


1H NMR(6) ppm 


0 
11 

Q 

F 


300MHz, DMSO-do 
13.2(lH,brs),8. 33(lH,s), 

O in/ill J T O rf 1 »_ \ T nc / 

8. 12 UH, d, J=8. 7Hz; , 7. 96 C 
1H, d, J=8.8Hz),7.79(2H,d. 
J=8. 7Hz) , 7. 52-7. 32 (7H, m) 
,5. 26(2H,s), 4.92(1H, d, J= 
49.4Hz),4. 57(lH,m),2. 65- 
2.35(2H,m),2. 25-1. 50 (6H, 
m). 


>9 0% (NMR) 




MS 445 (M+l) 





^Jfe«aJ## 128 


1H NMR( S ) ppm 

300MHz, DMS0-d6 

8.2K1H, s),7. 92and7.85(2 

H, ABq,J=8.6Hz),7. 61and7. 
06(4H,A' B'q,J=8.6Hz),7.3 
6-6. 91 (9H. m) , 4. 24 (1H, brt 
,J=12. 2Hz),2.35-2. 15 (2H, 
m), 1.95-1. 75 (4H,m), 1.70- 

I. 58(lH,m),l. 48-1. 14 (3H, 
m) 




>9 0% (NMR) 


MS 505 (M+l) 




mmwmw 129 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 21 (1H, s) , 7. 92and7. 86(2 
H, ABq, J=8. 6Hz) , 7. 69and7. 
22 (4H, A' B' q, J=8. 6Hz) , 7. 5 
2-7.39(lH,m),7. 47and7. 41 
(2H, A'B'q, J=8. lHz),6. 91 ( 
1H, d,J=8.0Hz),6.89(lH, d, 
J=8.2Hz),6. 75 (1H, s),4. 36 
-4. 18 (1H, m) , 2. 38-2. 17 (2H 
,■0.1.95-1. 76(4H,m),1.70 
-1.59(lH,m), 1.44-1. 19 (3H 
,m) 




> 9 0% (NMR) 


MS 505 (M+l) 
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$mm&* 130 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 27 (1H, s),7.69(2H, d, J=8 
. 6Hz) , 7. 49-7. 21 (11H, m), 5 
. 08and5. 03 (2H, ABq, J=12. 6 
Hz), 5. 07-4.99(lH,m),4.26 
<2H,d,J=6.6Hz),2.40-2. 18 
(2H,m),2.04-l. 77(4H,m),l 
. 70-1. 58 (lH,m), 1.48-1. 15 
(3H, m) 




*6f£ >9 0% (NMR) 


MS 590 (M+l) 






1H NMR(6) ppm 

300MHz, DMS0-d6 
8. 29 (1H, s),8. 11 (1H, d,J=9 
.0Hz),7.96(lH,d, J=8.4Hz) 
,7.80(2H,d. J=8. lHz),7.72 
-7. 41 (7H,m),7. 12(lH,d,J= 
12. 6Hz) , 7. 01 (1H, d, J=8. 4H 
z),5. 12(2H,s),4.06(lH.m) 
, 2. 35-2. 10 (2H, m) , 2. 00-1. 
75(4H,m),l. 75-i.55(lH,m) 
, 1.60-1. 20 (3H,m). 




*6* >9 0% (NMR) 


MS .589 (M+l) 




132 


1H NMR(5) ppm 

300MHz, DMSO-d6 
12.8(1H, brs),8. 23 (1H, s), 
7. 97(lH,d, J=8. 7Hz),7. 87 ( 
1H, d, J=8.6Hz),7. 66(2H,d. 
J=8. 6Hz) , 7. 49-7. 33 (5H, m) 
,7. 17-7. 05(6H,m),5. 12 (2H 
,s),4.31(lH,m),2.40-2. 15 
(2H,m),2. 05-1.20(8H,m). 




MS >9 0% (NMR) 


MS 519 (M+l) 
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rnmmm^ 133 


1H NMR( 5) ppm 

300MHz, DMS0-d6 
8. 57 (1H, s) , 8. 01 (1H, d, J=8 
.7Hz),7.66(lH,d,J=8.7Hz) 
,7.51(2H,d,J=8. 7Hz),7.31 
(4H, d,J=8.0Hz),7. 16(4H,d 
, J=8.0Hz),7.09(2H,d, J=8. 
7Hz), 6. 26 (1H, s),4. 37 (1H, 
m),2. 41-2.28(2H,m),2.33( 
6H,s),2. 03-1.84(4H,m),l. 
77 (lH,m), 1.45-1. 20 (3H,m) 

• 




#SS >9 0% (NMR) 


MS 531 (M+l) 




mm®m* 134 


1H NMR( 5 ) ppm 

8. 59 (1H, d,J=1.5Hz),8. 02 ( 
lH,dd, J=8. 7, 1.5Hz),7.68( 
lH,d, J=8. 7Hz),7. 54(2H,d, 
J=8. 8Hz) , 7. 39 (4H, dd, J=8. 
7, 5.3Hz),7. 08(4H,d, J=8. 7 
Hz),7.05(2H, d, J=8. 8Hz),6 
.29(1H, s),4. 36(lH,m),2.4 
3-2. 19 (2H, m) , 2. 04-1. 85 (4 
H,m),l. 78(lH,m), 1.45-1.2 
3(3H,m). 


F 


> 9 0% (NMR) 


MS 539 (M+l) 





V 135 


1H NMR( 6 ) ppm 


i 




300MHz, DMS0-d6 
12.34(lH,brs),7.93(lH, s) 
,7.55(lH,d, J=8.6Hz),7. 33 
-7. 15(6H,m),7. ll(2H,d. J= 
8. 6Hz),4. 30-4.20(lH,m),4 
.07(2H,t,J=6. 3Hz),3. 93(3 

H, s),2. 78 (2H, t. J=7.4Hz), 
2. 35-2. 19(2H,m),2. 12-2.0 
0(2H,m), 1.91-1. 79(4H,m). 

I. 69-1. 60 (1H, m), 1. 47-1.2 
0(3H,m) 


*>G3? >9 0% (NMR) 


MS 


485 (M+l) 
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mmMw 


136 


IH NMR( 6 ) ppm 


0 


" H /=\ 

6 ^° 


300MHz, DMSO-do 

8. 13 (IH, s),7. 65(2H,d, J=8 

nil \ ft An it \ rr «-» r- 

. 7Hz) , 7. 63 (IH, s) , 7. 35-7. 
12(7H,m),4. 35-4.20(lH,m) 
,4. 10 (IH, t, J=6. 3Hz),2. 78 
(2H, t. J=7. 5Hz),2. 33-1.78 
<8H,m), 1.70-1. 16(4H,m) 


mm 


> 9 0% (NMR) 




MS 


471 (M+l) 







137 


IH NMR ( 6 ) ppm 


"to 




300MHz, DMS0-d6 
8. 24(1H, s),8. ll(lH,s),7. 
76 (2H, d, J=9. 0Hz) , 7. 37-7. 
16(7H,m),4.43-4. 30(lH,m) 
,4. 13 (2H, t, J=6.3Hz),2. 84 
-2. 68 (5H, m) , 2. 42-2. 22 (2H 
,m),2. 18-1.80(6H,m),l. 70 
-1.20(4H,m) 


mm > 9 0% (NMR) 




MS 


469 (M+l) 





138 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 73(lH,brs),8. 22 (IH, s) 
,7. 76 (IH, d, J=8. 7Hz),7.85 
(IH, d. J=8. 7Hz) , 7. 54-7. 49 
(4H,m) J 7.42-7. 21(5H,m),7 
. 11-7. 09(3H,m),6. 93(lH,m 
),5. 17 (2H, s),4. 29(3H,m), 
3. ll(2H,m),2. 40-2. 20 (2H, 
m), 1.99-1. 23 (8H,m) 




#6^ > 9 0% (NMR) 


MS 547 (M+l) 


174 
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139 


1H NMR(S) ppm 




300MHz, DMS0-d6 
12. 73 (1H, brs) , 8. 22 (1H, s) 
,7. 93 (1H. d,J=8. 7Hz),7. 73 
(lH,m),7. 60-7.57(2H,m),7 
.47-6.90(lH,m),5. ll(2H,s 
) , 4. 33-4. 28 (3H, m) , 3. 09-3 
.04(2H. t, J=6. 7Hz),2. 35-2 
. 20 (2H, m) , 1. 95-1. 10 (8H, m 


> 9 0% (NMR) 




MS 547 (M+l) 







140 


1H NMR(5) ppm 


0 


0 

-N /=\ V-OH 
^ W />— 0 0 — ' 


300MHz, DMS0-d6 
12. 83 (2H, brs), 8. 22 (1H, s) 
,7. 94(lH,d, J=8. 7Hz),7.85 
(1H, d. J=8. 4Hz) , 7. 63-7. 60 
(2H, m) , 7. 26-7. 03 (6H. m) , 4 
.73(2H, s), 4. 30 (lH.ro), 2. 4 
0-2. 15 (2H, m) , 2. 00-1. 20 (8 
H,m) 


mm 


>9 0% (NMR) 




MS 


487 (M+l) 







141 


1H NMR( 6 ) ppm 


0 


^ OH 


300MHz, DMS0-d6 
12. 87 (1H, brs) , 8. 24 (1H, s) 
,7. 97 (1H, d,J=9. 0Hz),7. 87 
(1H, d, J=8. 7Hz) , 7. 69and7. 
19 (4H, ABq, J=8. 7Hz) , 7. 36 ( 
1H, t. J=8. 7Hz) , 6. 80-6. 72 ( 
3H.m),4. 71(2H,s),4. 32 (1H 
,m),2. 29(2H,m), 1. 95-1. 25 
(8H, m) 




> 9 0% (NMR) 




MS 


487 (M+l) 





175 



WO 01/47883 



PCT/JP00/09181 



m 38 



142 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 32 (IH, s),8. 27(lH,d,J=8 
.7Hz),8. 05(lH,d. J=9. OHz) 
,7.76-7.72(3H,m),7. 54 (IH 
,d,J=8.4Hz),7. 39-7. 22 (7H 
,m),5. 11 (IH. s),4. 36(lH,m 
),2. 35 (3H, s),2. 35-2.15(2 
H,m),2. 15-1.95(2H,m),1.9 
5-1.75(2H,m), 1.75-1. 55(1 
H,m), 1. 55-1. 15(3H,m). 


6 - 


>9 0% (NMR) 


MS 551 (M+l) 




mmmm* 143 


IH NMR(6) ppm 

300MHz, DMS0-d6 
13. l(lH,brs),8. 30(lH,s), 
8. 24 (IH, d, J=8. 8Hz),8. 03 ( 
lH,d. J=8.7Hz),7. 74-7. 71 ( 
3H,m),7. 52 (IH, d, J=8.3Hz) 
,7.40-7. 36(3H,m),7. 23 (2H 
,d, J=8.8Hz),7.0l(2H,d, J= 
8.7Hz),5. U(2H.s),4.35(l 

H, m),3.79(3H,s),2. 45-2.1 
5(2H,m),2. 15-1.95(2H,m), 

I. 95-1. 75(2H,m), 1.75-1.5 
5(lH,m), 1.55-1. 15(3H,m). 


/ 
0 


*fi^ >9 0% (NMR) 


MS 567 (M+l) 



mrnrnrn^- 144 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
13.0(lH,brs),8.3l(lH, s), 
8. 23 (IH, d, J=8. 7Hz) , 8. 04( 
IH, d, J=8.7Hz),7. 80 (2H, d. 
J=8.3Hz),7. 70-7.66(3H,m) 
,7. 55-7. 40(4H,m),7. 03-6. 
95 (2H. m) , 5. 08 (2H, s) , 4. 03 
(IH, m) , 2. 40-2. 15 (2H, m) , 2 
. 18(3H,s),2. 05-1. 70(4H,m 
), 1.70-1. 50 (lH.m), 1.50-1 
. 10(3H,m). 


6 ^ 


*B£ > 9 0% (NMR) 


MS 585 (M+l) 


176 
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jH6«S* 145 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8.31(lH,s),8. 23 (1H, d, J=8 
. 8Hz) , 8. 02 (1H, d. J=8. 7Hz) 
,7. 73-7.71(3H,m),7.54(lH 
,d,J=8. 3Hz),7. 48 (2H, d,J= 
8.4Hz),7. 41-7. 37(3H,m),7 
.22(2H, d,J=8. 7Hz),5. 13(2 

H, s) , 4. 34 (1H, m) , 2. 40-2. 2 
0(2H,m),2. 15-1.95(2H,m), 

I. 95-1. 75 (2H, m) , 1. 70-1. 5 
5(lH,m), 1.50-1. 15(3H,m). 
1.3K9H, s). 




>9 0% (NMR) 


MS 593 (M+l) 




mmm^ 146 


1H NMR(S) ppm 

300MHz, DMSO-d6 
8. 29 (1H, s),8. 13(lH,d,J=8 
.7Hz),7. 97(lH,d, J=8.6Hz) 
,7.76(lH,d,J=2. lHz),7.63 
(lH,t, J=8.5Hz),7. 57(lH,d 
d, J=8. 2, 2. 2Hz) , 7. 55-7. 35 
(6H,m),7. 15 (1H, d, J=12. 1H 
z),7. 02 (1H, d, J=8. 6Hz) , 5. 
10 (2H, s),4. 07(lH,jn),2.35 
-2. 10(2H,m),2.00-1.70(4H 
,m).l. 70-1. 55 (lH,m), 1.50 
-1. 15(3H,m). 




>9 0% (NMR) 


MS 555 (M+l) 





1H NMR( 6 ) ppm 


0 


CI 

O 01 


300MHz, CDC13 

8.61(lH,s),8. 04(lH,d, J=8 
. 7Hz) , 7. 69 (1H, d, J=8. 7Hz) 
,7.66(lH,d,J=2.4Hz),7. 59 
(2H, d, J=8. 7Hz),7. 42(lH,d 
d,J=8. 0,2.4Hz),7.38(lH,t 
,J=1.8Hz),7.28(2H,d, J=l. 
8Hz),7. 26 (1H, d, J=8.0Hz), 
7.03(2H, d, J=8. 7Hz),4. 94 ( 
2H, s),4. 37(lH,m),2.43-2. 
21(2H,m),2, 17-1.86(4H,m) 
, 1. 79(lH,m), 1. 43-1. 26 (3H 


>9 0% (NMR) 


MS 


605 (M+l) 


,m). 



177 
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1H NMR(6) ppm 

300MHz, DMS0-d6 
8.21(s, 1H),7.89(1H, d, J=8 
. 7Hz) , 7. 87 (1H, d, J=8. 7Hz) 
,7.63-7.46(5H,m),7. 30-7. 
12(5H,m),7.08(lH,d,J=ll. 
0Hz),6.81(lH,s),3. 92 (1H, 
m),2. 15-2.06(2H,m),1.89- 
172(4H,m),1.61(lH,m),1.4 
2-1.09(3H,m). 


F 


*6S >9 0% (NMR) 


MS 557 (M+l) 




HtifiM#-^ 149 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 24(lH,d,J=l. 5Hz),7. 96 ( 
1H, d, J=9.0Hz),7.88(lH,dd 
, J=9. 0, 1.5Hz),7.58(lH,d, 
J=8. 7Hz) , 7. 50-7. 30 (5H, o) 
,7.22-7.00(6H,m),5. 13 (2H 
,s),3.98-3.80(lH,s),2. 36 
-1. 10(10H,m) 




•6ft >9 0% (NMR) 


MS 553 (M+l) 




&lfc0!l*-g- 150 


1H NMR (6 ) ppm 

300MHz, DMS0-d6 
8. 23 (1H, s),8. 95 (1H, d,J=8 
.4Hz),7. 88(lH,d, J=8.7Hz) 
,7. 66 (1H, d.J=8.4Hz),7. 52 
-7. 28(7H,m),7. 23(2H,d, J= 
9.3Hz),7. 14(2H,d, J=8.7Hz 
),5. 14(2H,s),3. 90-3. 72(1 
H,m),2. 20-1. 10(10H,m) 


o 


*6S >9 0% (NMR) 


MS 587 (M+l) 



178 
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mrnmrn-z 151 


1H NMR( 6 ) ppm 


0 


6 « 


300HHz, DMS0-d6 
8. 18 (1H, s).7.92-7.78(3H, 
m) , 7. 78-7. 58 (3H, m) , 7. 58- 
7.44(4H,m) > 7.29(lH,d,J=8 
. 2Hz) , 7. 01 (2H, d, J=8. 7Hz) 
,4.88(lH,d, J=11.8Hz),4.8 
0(1H, d, J-1L 8Hz) , 4. 22 (1H 
,m),2.37-2. 16(2H,m),1.95 
-1.75(4H,m), 1.64(lH f m),l 
.48-1. 14(3H,m). 




>9 0% (NMR) 




MS 


605 (M+l) 





$m&m^ 152 


1H NMR(6) ppm 


^ MH 2 


300MHz, DMS0-d6 

8. 21 (2H, m) . 7. 99-7. 80 (2H, 

m) , 7. 63-7. 08 (9H, m) , 4. 20- 

3.98(4H,m),2.20-2. 15 (2H, 

m) , 1. 95-1. 74 (4H, m) , 1. 70- 

1.54(lH,m), 1.44-1. 14 (3H, 

m) 


>9 0% (NMR) 




MS 


456 (M+l) 





mrn&mtk 153 


1H NMR( 6 ) ppm 




:x-c 




300MHz, DMS0-d6 

8. 20 (1H, s) , 8. 93and7. 83 (2 

H, ABq, J=8. 7Hz) , 7. 86-7. 21 
(1 1H, m) , 7. 03 (2H, d, J=8. 7H 
z), 4. 20 (1H, brt, J=12. 2Hz) 
,2. 32-2. 13(2H,m), 1. 92-1. 
74 (4H,m), 1.69-1. 58 (lH,m) 

I. 45-1. 15(3H,m) 




>9 0% 


(NMR) 




MS 


489 (M+l) 





179 
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154 


1H NMR( 6 ) ppm 


0 

11 






300MHz, DMS0-d6 
8.23(lH,s),7.94and7.86(2 
H, ABq, J=8. 6Hz) , 7. 72-7. 16 
(13H, m) , 5. 25 (2H, brs) , 4. 5 
5 (2H, d, J=6. 6Hz) , 4. 31 (1H, 
brt, J=12. 2Hz) , 2. 37-2. 18 ( 
2H,m), 1.98-1. 77(4H,m), 1. 
70-1. 58 (lH,m), 1.48-1. 20 ( 
3H,m) 




>9 0% (NMR) 




MS 




489 (M+l) 





155 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.21(lH,s),7. 85and7. 61(2 

H, ABq, J=8. 7Hz) , 7. 61and6. 
99(4H,A*B'q,J=8. 7Hz),7.2 
8-7. 18(lH,m),7. 25(2H,d,J 
=7. 5Hz) , 7. 07-6. 99 (IHm) , 4 
.30(1H, brt, J=12.2Hz),3.8 
3 (2H, d, J=6. OHz) , 3. 82-3. 7 
2(lH,m),2.68-2.49(2H,m), 
2. 39-2. 2l(2H,m), 1. 95-1.8 
0(4H,m),l. 79-1.60(2H,m), 

I. 46-1. 22(511, m), 1. 30 (9H, 
s), 1.00-0. 82(2H,m) 


0 A" 


> 9 0% (NMR) 


MS 626 (M+l) 




$m&m* 156 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 22 (1H, s),7. 92and7.86(2 
H, ABq, J=8. 7Hz) , 7. 68and7. 
18(4H,A'B'q, J=8.7Hz),7.3 
5(1H, t, J=8.5Hz),6.80(lH, 
d. J=8. 3Hz) , 6. 72-6. 70 (2H, 
m) 4. 30 (1H, brt, J=12. 2Hz) , 
3. 99(2H,brd,J=12.0Hz),3. 
85 (2H, d. J=6. 3Hz) , 2. 82-2. 
62 (2H, m) , 2. 38-2. 20 (2H, nO 
, 1.99-1. 59 (8H,m), 1.42-1. 
03(5H,m), 1. 39(9H,s) 




> 9 0% (NMR) 


MS 626(M+1) 



180 
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mm* 157 


1H NMR ( 6 ) ppm 

300MHz, DMS0-d6 
12. 78(lH,brs),8. 22 (1H, s) 
,7. 96(lH,d, J=8.6Hz),7. 86 
(lH,d. J=8.6Hz),7. 75(lH,d 
, J=2. 2Hz) , 7. 60 (2H, d, J=8. 
4Hz),7. 55 (1H, dd, J=8. 3, 2. 
2Hz),7.48(lH, d, J=8.3Hz), 
7. 18 (2H, d, J=8. 4Hz) , 6. 73 ( 
2H, s) , 5. 08 (2H, s) , 4. 23 (1H 
,m),3. 68 (9H, s),2. 37-2. 17 
(2H.n).l. 99-1. 79(4H,m),l 
.65(1H, s), 1.49-1. 15(3H,m 
)- 




> 9 0% (NMR) 


MS 627 (M+l) 



nmm*% 158 


1H NMR ( 8 ) ppm 

300MHz, DMS0-d6 
12. 75(lH,brs),8. 22 (1H, s) 
,7. 93 (2H, d,J=8.7Hz),7. 85 
(2H, d, J=8. 5Hz) , 7. 53-7. 21 
(10H, m) , 6. 94 (2H, d. J=8. 7H 
z),4. 30-4. 12(3H,m),3. 05 ( 
2H,m),2. 35-2. 15(2H,m), 1. 
95-1. 75 (4H, m) , 1. 75-1. 55 ( 
IH, m), 1.50-1. 10(3H,m) 


0 


> 9 0% (NMR) 


MS 517 (M+l) 




«^J## 159 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 

12. 77 (1H, brs),8. 22 (1H, s) 

,7. 95(lH,d, 8.6Hz),7. 86(1 

H, d,8.6Hz),7. 80(lH,s),7. 
70-7. 35 (10H, m) , 7. 27 (2H, d 
,J=8. 7Hz),5. 30(2H,s),4.2 
8(lH,m),2.35-2. 15(2H,m), 

I. 95-1. 75 (4H, m) , 1. 70-1. 5 
5(lH,m), 1. 50-1. 15(3H,m) 


6 


>9 0% (NMR) 


MS 503 (M+l) 



181 
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mrnm&-% 160 


IH NMR( 6 ) ppm 

300UHz, DUS0~d6 
8. 90 (IH, brs) , 8. 59 (lh, brs 
),8.33(lH,s),8. 18and8. 00 
(2H, ABq, J=8. 5Hz) , 7. 73and 
7. 10 (4H, ABq, J=8. 5Hz) , 7 
. 32-7. 05 (4H. m) , 4. 35 (IH, b 
rt, J=12.2Hz),3.86(2H,d,J 
=6. 3Hz) , 3. 25-3. 08 (2H, m) , 
2. 85-2. 66 (2H,m), 2. 40-2. 2 
8(2H,m),2. 07-1. 14(l5H,m) 


0 

W HCI H 


>9 0% (NMR) 


MS 526(M+1) 1 




mmm^ i6i 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
9. 05 (IH, brs) , 8. 76 (lh, brs 
) , 8. 31 (IH, s) , 8. 19and8. 00 
(2H, ABq, J=8. 3Hz) , 7. 79and 
7. 25(4H,A'B* q,J=8. 3Hz),7 
. 39 (IH, brs) , 6. 86-6. 74 (4H 
,m),4. 37(lH,brt, J=12.2Hz 
) , 3. 89 (2H, d. J=5. OHz) , 3. 3 

5- 3. 18 (2H, m) , 2. 98-2. 75 (2 
H,m),2.38-2. 17(2H,m),2. 1 

6- 1. 15(15H,m) 


v__y hci 


>9 0% (NMR) 


MS 526 (M+l) 





162 


IH NMR( 6 ) ppm 






300MHz, DMS0-d6 
12. 87 (IH, brs) , 8. 58 (IH, d, 
J=6.0Hz),8. 23 (IH, s),7. 99 
and7. 80 (2H, ABq, J=8. 6Hz) , 
7. 61and7. 18 (4H, A' B' q, J=8 
.OHz), 7. 45-7. 30(5H,m),5. 
29 (IH. brs) , 4. 26 (IH, brt, J 
=12.2Hz),2. 37-2. ll(2H,m) 
, 2. 00-1. 71 (4H, m) , 1. 92 (3H 
,s),l. 70-1.52(lH,m),l. 45 
-1. ll(3H,m) 




> 9 0% (NMR) 


MS 


498 (M+l) 




182 
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m&&mt$r 163 


IH NMR( 5 ) ppm 

300MHz, DMSO-d6 
8. 23 (IH, s) , 7. 95and7. 86 (2 
H, ABq, J=8. 6Hz) , 7. 69and7. 
18(4H 1 A'B'q,J=8.6Hz),7.3 
5 (IH, t, J=8. 6Hz) , 6. 80 (IH, 
d. J=7. 5Hz) , 6. 72-6. 69 (2H, 
m),5.20(lH, t,J=3.7Hz),4. 
31(lH,brt, J=12.2Hz),3.95 
(2H,t. J=6.8Hz),2.49-2. 19 
(4H,m), 1.97-1. 76(4H,m), 1 
.68(3H,s), 1.67-1. 54(lH,m 
), 1.61(3H,s), 1.45-1. 20(3 
H,m) 


0 


>9 0% (NMR) 


MS 511 (M+l) 




%Wm^ 164 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 20(lH,s),7. 87(2H,s),7. 
68and7. 18 (4H, ABq, J=8. 7Hz 
),7. 35 (IH, t, J=7.9Hz),6.8 
KlH;d, J=9.4Hz),6. 72(lHs 
),6.71(lH,d, J=6.8Hz),4.8 
0(2H, s),4.29(lH,brt,J=12 
.2Hz),4. 10(lH,t,J=6.7Hz) 
,2. 43(lH,t. J=6.7Hz),2. 39 
-2. 19(2H,m), 1. 97-1. 78 (4H 
,m),1.76(3H,s), 1.70-1. 56 
(lH,m), 1.43-1. 19(3H,m) 




>9 0% (NMR) 


MS 497 (M+l) 



nmm&%- 165 


IH NMR( 8 ) ppm 


HCI N ^ 


300MHz, DMS0-d6 
11.21(lH,brs),8. 33 (IH, s) 
,8. 25 (IH, d, J=8.6Hz),8.04 
(IH, d, J=8. 6Hz) , 7. 78 (2H, d 
, J=8. 7Hz) , 7. 70-7. 67 (2H, m 
),7. 55-7.42(3H,m),7. 27(2 
H, d. J=8. 7Hz) , 4. 73-4. 30 (5 
H,m),4. 20-3.97(lH,m),3.4 
2-3. 10 (2H, m) , 2. 45-1. 23 (1 
4H, m) 


>9 0% (NMR) 




MS 




183 
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mm®m* 166 


1H NMR( 6 ) ppm 

300MHz, DMSO~d6 
8. 27 (1H, s),8. 13(lH,d,J=8 
.4Hz),7. 97 (1H, d, J=9.0Hz) 
,7.73(lH,d, J=1.8Hz),7.68 
(2H d T=8 4Hz) 7 54 (1H d 
d,J=8. 4, 2. lHz),7. 41-7.31 
(5H, m) , 7. 19 (2H, d, J=8. 4Hz 
),5. 10 (2H. s),4.32(lH,m), 
2. 50(3H,s),2.40-2. 15 (2H, 
m),2. 10-1. 75(4H,m),1.75- 
1.55(lH,m), 1.55-1. 10 (3H, 
m). 


! 8 

6 - 


>9 0% (NMR) 


MS 583 (M+l) 



HJfe^## 167 


1H NMR(6) ppm 

300MHz, DMS0-d6 
8. 25(lH,s),8.09(lH,d, J=8 
. 4Hz) , 8. 00 (2H, d, J=8. 4Hz) 
,7.94(1H, d, J=8.7Hz),7. 80 
(lH,d, J=2. lHz),7. 73(2H,d 
, J=8. lHz),7.65(2H,d, J=8. 
7Hz),7. 60(lH,dd, J=8. 1, 2. 
1Hz),7.44(1H, d,J=8. 1Hz), 
7. 16(2H,d,J=8.7Hz),5. 13 ( 
2H. s),4.30(lH,m),3. 26 (3H 
,s),2.40-l. 15(2H,m),2.05 
-1. 75(4H,m),l. 75-1. 55 (1H 
,m), 1.55-1. 15(3H,m). 




>9 0% (NMR) 


MS 615 (M+l) 




HS501J#-^ 168 


1H NMR(S) ppm 

300MHz, DMS0-d6 
13. KlH,brs),8.32(lH,s), 
8.28(lH,d, J=8.8Hz),8. 05 ( 
lH,d, J=8. 7Hz),7.80-7.75( 
3H, m) , 7. 69 (1H, d, J=4. 1Hz) 
,7.57(2H,m),7. 34-7. 29 (3H 
,m),7.20-7. 15(lH,m),5. 24 
(2H,s),4. 39(lH,m),2. 45-2 
.20(2H,m),2. 20-1.95(2H,m 
), 1.95-1. 75 (2H,m),l. 75-1 
.55(1H, m), 1. 55-1. 15(3H,m 

) ♦ 


o - 


*6S > 9 0% (NMR) 


MS 543 (M+l) 



184 



WO 01/47883 
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m 47 





169 


IH NMR(5) ppm 


0 

II 


CI 

6 - 


300MHz, DMS0-d6 
8. 31 (IH, s) , 8. 26 (IH, d, J=8 
.7Hz),8.05(lH,d. J=8.7Hz) 
, 7. 78-7. 71 (3H, m) , 7. 59-7. 
41 (6H, m) , 7. 23 (2H, d, J=9. 0 
Hz), 5. 11 (2H, s),4. 35(lH,m 
), 2.40-2. 15(2H,m),2. 15-1 
.95(2H,m),l. 95-1. 75(2H,m 
),1. 75-1. 55 (lH,m), 1.55-1 
. 15(3H,m). 


mm 


> 9 0% (NMR) 




MS 


571 (M+l) 





$m®m*§r 170 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
12.7(lH,brs),8.66(lH. s), 
8. 61 (IH, m) , 8. 21 (IH, s),7. 
92-7. 79(4H,m),7.61-7. 56 ( 
3H,m),7.50-7.43(2H,m),7. 
10 (2H, d, J=8. 7Hz) , 5. 09 (2H 
,s),4. 26(lH,m),2.40-2. 15 
(2H,m),2.00-1.75(4H,m), 1 
.75-1. 55 (lH,m), 1.50-1. 15 
(3H,m). 




*6S >9 0% (NMR) 


MS 538 (M+l) 






IH NMR ( 5 ) ppm 

300MHz, DMS0-d6 
8.3K1H, s),8.25(lH, d,J=8 
.7Hz),8.04(lH, d. J=8.7Hz) 
,7.74-7. 7l(3H,m),7. 57-7. 
46(3H,m),7.39(lH,d, J=8. 1 
Hz),7.31-7.21(4H,m),5. 11 
(2H, s),4. 35(lH,m),2.40-2 
. 15(2H,m),2. 15-1.95(2H,m 
), 1.95-1. 75(2H,m), 1.75-1 
. 55 (IH, m) , 1. 55-1. 15 (3H, m 

) » 


F 


> 9 0% (NMR) 


MS 555 (M+l) 



185 



WO 01/47883 PCT/JP00/09181 



& 48 



172 




6 



>9 0% (NMR) 



MS 



537 (M+l) 



IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 24(1H, s),7.99(lH,d, J=8 
.7Hz),7.88(lH,d,J=10. 5Hz 
),7.70(lH,dd,J=ll. 4, 1.8H 
z),7. 48-7.32(6H,m),7. 17- 
7. 09(5H,m),5. 12(2H,s),4. 
30 (IH, m) , 2. 40-2. 15 (2H, m) 
,2. 05-1. 75(4H,m),l. 75-1. 
55(lH,m), 1.55-1. 20 (3H,m) 



mteW&& 173 


IH NMR(6 ) ppm 

300MHz, DMS0-d6 
8. 33 (IH, s),8. 29(lH,d,J=8 
• 7Hz),8.06(lH, d. J=8. 7Hz) 
,7. 82-7. 74 (4H, in), 7. 45 (IH 
,dd, J=8. 4, 3.0Hz), 7. 39 (2H 
, d, J=8. 7Hz) , 5. 28 (2H, s),4 
.40(lH,m),2. 40-2. 15(2H,m 
),2. 15-1. 95(2H,m), 1.95-1 
.75(2H,m),l. 75-1. 55(lH,m 
),L 55-1. 15(3H,m). 


0 


>9 0% (NMR) 


MS 540 (M+l) 




174 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
12. 80(lH,brs),8. 26 (IH, s) 
,8.01(1H, d, J=8.7Hz),7.85 
(IH, d. J=8.7Hz),7.80-7.70 
(lH,m),7.60-7. 36(7H,m),7 
. 18-6. 91 (2H, m) , 5. 09 (2H, s 
),4.11-3.90(lH,m),2.32-l 
. 18(14H,m) 


CI 

6 


*t£ >9 0% (NMR) 


MS 590 (M+l) 



186 
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^ 49 







175 


IH NMR( 6 ) ppm 


\ a 






300MHz, DMS0-d6 
12. 75 (IH, s),8.21(lH,s),7 
. 94and7. 85 (2H, ABq, J=8. 7H 
z),7.61and7. 00(4H,A'B' q, 
J=8. 5Hz),7.31-6.91(2H,m) 
,7.25(2H, d,J=7.7Hz),5. 41 
(2H, brs) , 4. 54 (2H, d, J=6. 6 
Hz), 4. 35-4. 14(2H,m),2. 49 
-2. 15 (3H,m),l. 95-1. 55 (5H 
,m),l. 50-1. 13(5H,m),l. 10 
-0.77(2H,m) 




>9 0% (NMR) 


MS 




568 (M+l) 







IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 24 (IH, s),7. 97and7. 87(2 
H, ABq, J=8. 6Hz) , 7. 69and7. 
19 (4H, A'B'q,J=8.6Hz),7.3 
5(1H, t,J=8. 1Hz) , 6. 81 (IH, 
d,J=9.2Hz),6. 72 (IH, s),6. 
71 (IH, d. J=6. 5Hz),4. 48-4. 
20(2H,m),3. 95-3. 75(3H,m) 
,3.03(lH,t, J=12. 3Hz),2.6 
0-2. 40 (IH, m) , 2. 39-2. 15 (2 
H,m),2. 07-1. 58(6H,m), 1.9 
9(3H, s), 1. 50-1.00(5H,m) 




*6S > 9 0% (NMR) 


MS 568 (M+l) 






IH NMR(8) ppm 

300MHz, DMS0-d6 
12. 76 (IH, s),8. 23 (IH, s),7 
. 96and7. 86 (2H, ABq, J=8. 6H 
z) , 7. 69and7. 20 (4H, A* B' q, 
J=8. 6Hz),7. 39 (IH, t,J=8.2 
Hz),6.86(lH,d,J=8.3Hz),6 
.81(1H, s),6. 76(lh,d, J=8. 
0Hz),4.83(2H.s),4.31(lH, 
brt, J=12. 2Hz) . 2. 39-2. 19 ( 
2H,m), 1.99-1. 79(4H,m),l. 
70-1.58(lH,m). 1. 48-1. 20( 
3H,m) 


0 


>9 0% (NMR) 


MS 467 (M+l) 



187 



WO 01/47883 



PCT/JPOO/09181 



m so 



178 


1H NMR(S) ppm 

300MHz, DMS0-d6 
12. 85 (1H, s),8. 75 (1H, s),8 
.63(2H, d, J=3.8Hz),8.25(l 
H, s) , 8. 04-8. 01 (2H, m) , 8. 0 

9nnH7 Qf)(9H ARn T=8 *?Ht^ 
acuiu < • w iin, ad(j, j — o. onzy 

,7. 72and7. 20 (4H, A' B' q, J= 

8.6Hz),7. 57(2H,dd, J=7. 8, 

5. 0Hz) , 7. 40 (1H, t, J=8. 2Hz 

),6.93(lH,d,J=8. 2Hz),6.8 

7(1H, s),6. 77 (1H, d, J=8.2H 

z),5. 23(2H.s),4. 33(lH,br 

t,J=12. 2Hz),2.40-2. 18 (2H 

,m),2.00-l. 55(5H,m),l. 50 


0 

n 


>9 0% (NMR) 


MS 520 (M+l) 




MMM&%- 179 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 32 (1H, s),8. 29(lH,d, J=9 
.0Hz),8. 06 (1H, d, J=8.7Hz) 
,7.61(lH,d. J=8.4Hz),7.58 
-7. 32 (5H, m) , 6. 98 (1H, d, J= 
2. lHz),6. 93 (1H, dd,J=8. 7, 
2. lHz),5. 27 (2H, s),4. 16-4 
.00(lH,m),3. 87 (3H, s),2.2 
0-2. 12 (2H, m) , 2. 02-1. 98 (4 
H,m), 1.70-1. 60 (lH,m), 1.5 
2-1. 10(3H,ra) 




> 9 0% (NMR) 


MS 457 (M+l) 




rnrnmrn^- iso 


1H NMR(fi) ppm 

300MHz, DMS0-d6 
8.21(lH,s),7.91(lH, d,J=8 
.6Hz),7.85(lH,d, J=8.6Hz) 
,7.63(2H,d,J=8.4Hz),7.60 
(1H, d, J=9. 0Hz),7. 25(2H,d 
, J=8.4Hz),7. 23(lH,d,J=3. 
0Hz),6. 95(lH,dd, J=9. 0, 3. 
0Hz),5. 19(2H.s),4.30(lH, 
m),3. 78 (3H, s), 2. 40-2. 19 ( 
2H,m),2. 00-1. 87 (4H, m), 1. 
66(lH,m), 1.49-1. 18(3H,m) 

• 


o 


>9 0% (NMR) 


MS 536 (M+l) 



188 
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m 51 





1H NMR( 6 ) ppm 

300HHz, DMS0-d6 
8. 19 (1H, s),7. 95(lH,d, J=8 
.7Hz),7. 86(lH,d, J=8. 7Hz) 
,7. 65(4H,d, J=7. 4Hz),7. 47 
(2H,d,J=8. 7Hz),7. 44-7.27 
(6H, m) . 6. 99 (2H, d, J=8. 7Hz 
),4.20(lH,m),2. 34-2. 12(2 
H,m), 1. 98-1. 75(4H,m), 1.6 
4(lH,m), 1.46-1. 13(3H,m). 


0 


•fl* >90% (NMR) 


MS 547 (M+l) 




mmmm* i82 


1H NMR(6) ppm 

300MHz, DMS0-d6 
8. 55 (1H, d, J=2. lHz),8. 32 ( 
lH,m),8. 21 (1H, s),7. 95 (1H 
,d, J=8.4Hz),7.86(lH, d. J= 
7. 8Hz) , 7. 68-7. 56 (7H, m) , 7 
. 14(2H,d, J=8.7Hz),5. 21(1 

H, s),4. 26 (1H, m),2. 35-2. 1 
5(2H,m),2.00-l. 75(4H,m), 

I. 74-1. 55 (lH,m), 1.50-1. 1 
5(3H,m) 


01 

6 - 


MS > 9 0% (NMR) 


MS 582 (M+) 







183 


1H NMR( 5 ) ppm 






CI 

" CM, 


300MHz, DMS0-d6 
10. 16 (1H, s),8. 25 (1H, s),8 
.07(lH,d,J=8. 7Hz),7. 94-7 
. 87 (2H, m) , 7. 71-7. 62 (3H, m 
),7. 50-7.42(4H,m),7. 30(1 
H, d, J=8. 4Hz),7. 14(2H,d,J 
=8.4Hz),5.06(2H, s),4.31( 
lH,m),2. 35-2. 15(2H,m), 2. 
05-1. 75(4H, m), 1. 75-1. 55 ( 
lH,m), 1.50-1. 15(3H,m) 


mm 


> 9 0% (NMR) 




MS 




594 (M+) 





189 
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2l&0>J#-5§- 184 


1H NMR( 5 ) ppm 


i 

OH 


300MHz, DMS0-d6 
13.2(2H,brs),8. 30(lH,s), 
8. 26 (1H, d, J=8. 8Hz) , 8. 04 ( 
lH,d, J=8. 8Hz),8. 00(2H,d, 

T— o ou„N 7 7Q^1H 7 70, 

(2H, d. J=8. 7Hz),7.61-7. 56 
(3H,m),7.44(lH, d, J=8. 3Hz 
),7. 23 (2H, d,J=8.8Hz),5. 1 
3(2H,s),4.35(lH,m),2.45- 
2. 15(2H.m),2. 15-1. 95 (2H, 
m). 1. 95-1. 75 (lH,m), 1.75- 
1. 15(3H,m). 




>9 0% (NMR) 


MS 


581 (M+l) 






185 


1H NMR( 6 ) ppm 


6 •"'••no 


300MHz, DMS0-d6 

8. 30 (1H, m). 8. 24 (1H. d, J=9 

. 0Hz) , 8. 03 (1H, d. J=9. 0Hz) 

,7.79-7. 10(9H,m),5.20-5. 

07 (2H, m) , 4. 43-4. 04 (4H, m) 

,3.50-3. 36(2H,m),2.40-l. 

19(14H,m) 




> 9 0% (NMR) 




MS 


554 (M+l) 





mmM&-% 186 


1H NMR( 5 ) ppm 




(DMSO-d6) 8 :8. 29(lH,brs) 
,8. 10 (IH, d, J=8. 4Hz),7. 97 
(lH,d, J=8.4Hz),7. 79(2H,d 
.J=8.4Hz),7. 74-7. 67(lH,m 
),7.68(2H,d, J=8.4Hz),7.6 
KlH, d,J=8.4Hz),7. 57-7.5 
0(2H,m),7.46-7. 39(lH,m), 
7. 29(lH,d, J=2.4Hz),7. 11 ( 
lH,dd, J=2. 4, 8, 4Hz),5. 12 ( 
2H, s) , 3. 99-3. 84 (1H, m) , 2. 
35-1. 72(6H,m), 1.68-1. 55 ( 
lH,m), 1.42-1. 10(3H,m) 


> 9 0% (NMR) 


MS 605 (M+l) 




190 
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* 53 



mmmw w 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
12.76(1H, s),8. 57 (1H, d, J= 
4. 4Hz), 8. 23 (1H, s),7. 96an 
d7. 86 (2H, ABq, J=8. 2Hz) , 7. 

R7-7 R9f1H 7 KRnnH7 1 
Of I • Oct \ I n, lily , f . DOauU i.l 

2 (4H, A' B' q, J=8. 6Hz) , 7. 53 

(2H, d, J=7.8Hz),7.37(lH,t 

. J=8. 3Hz) , 7. 36-7. 33 (1H, m 

),6.90(1H, d, J=8. 3Hz),6.8 

3(lH,s),6.74(lH,d,J=8.0H 

z),5.20(2H, s).4.3l(lH,br 

t, J=12. 2Hz), 2. 35-2. 19 (2H 

,m), 1. 99-1. 57 (5H,m), 1.45 
-1 on(<m m\ 


o 

y 


>9 0% (NMR) 


MS 520 (M+l) 




mmwrn^ iss 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 77(lH,brs),8.21(lH, d, 
J=l,4Hz),7. 92(lH,d,J=8.7 
Hz), 7. 88(lH,dd, J=8. 7, 1.4 
Hz), 7. 57(2H,d. J=8.7Hz),7 
.57-7. 27(7H,m),7. ll(2H,d 
, J=8.7Hz),5. 07 (2H, s),4.2 
6 (1H, m) , 2. 36-2. 16 (2H, m) , 
1.98-1. 75(4H,m),1.64(lH, 
m). 1.49-1. 17(3H,m). 




>9 0% (NMR) 


MS 555 (M+l) 



mm&m& 189 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 32 (1H, s),8. 30-8. 20 (2H, 
m),8. 10-7.98(2H,m),7. 74 ( 
2H. d. J=9. 0Hz) , 7. 60-7. 46 ( 
5H,m),7. 24(2H,d,J=9.0Hz) 
,5. 19 (2H, s),4.44-4.30(lH 
,m),2. 40-2. 20(2H,m),2. 12 
-1.78(4H,m), 1. 72-1. 58 (4H 
,m) 


a 


M >9 0% (NMR) 


MS 581 (M+l) 



191 
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m 54 





190 


1H NMR(S) ppm 


o 


a 


300MHz, DMS0-d6 
8. 36-7. 90(5H,m),7.74(2H, 
d, J=8. 6Hz) , 7. 60-7. 40 (5H, 
m),7.26(2H,d, J=8.7Hz),5. 
14 (2H, s),4. 45-4. 28(lH,m) 
,2. 40-2. 15(4H,m), 1. 75-1. 
55(lH,m),l. 55-1.20(3H,m) 


mm 


> 9 0% (NMR) 




MS 


580 (M+l) 









191 


1H NMR( 6 ) ppm 






CH. 
CH, 


300MHz, DMSO-d6 
8. 22 (1H, s),7.94(lH, d, J=8 
• 4Hz), 7. 85 (1H, d, J=8. 7Hz) 
, 7. 61 (2H, d, J-8. 7Hz),7. 25 
-7. 00 (6H. m) , 4. 86 (2H. s) , 4 
.30(lH.m),2. 89(3H.s),2.8 
0 (3H, s) , 2. 29 (2H, m) , 2. 00- 
1. 75 (4H,m), 1.70-1. 55 (1H, 
m), 1.50-1. 15(3H,m) 




> 9 0% (NMR) 






MS 


514 (M+l) 









m^r 192 


1H NMR( 5 ) ppm 


o 

HO Ij 




300MHz, DMS0-d6 
8. 22 (1H, s) , 7. 94 (1H, d, J=8 
.4Hz),7. 85 (1H, d, J=8. 7Hz) 
,7.61(2H, d. J=8. 7Hz),7. 26 
-7. 01(6H.m),4.84(2H,s),4 
.31(lH,m),3. 36(4H,m),2. 2 
9(2H,m),2. 00-1. 75(4H,m), 
1.75-1. 15(10H,m) 


mm 


> 9 0% (NMR) 




MS 


554 (M+l) 





192 
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m 55 



193 


1H NMR( 5 ) ppm 

300MHz, DMSO-d6 
13.00(lH,brs),8.29(lH,d, 
J=1.4Hz),8. 15 (1H, d,J=8.8 
Hz) , 7. 97 (1H, dd, J=l. 4Hz, 8 
. 8Hz) , 7. 89 (2H, d. J=8. 8Hz) 
,7.80-7.60(5H.n>)7. 25 (2H, 
d. J=8. 8Hz) , 4. 47-3. 90 (4H, 
m), 3. 20-3. 10(2H,m),2. 41- 
1.22(14H,m) 




>9 0% (NMR) 


MS 560 (M+l) 





194 


1H NMR( 6 ) ppm 


6 




300MHz, DMS0-d6 
12.80(lH,brs),8.23(lH,s) 
,7. 97 (1H, d, J=8.5Hz),7. 87 
(lH,d.J=8.5Hz),7.70-7.17 
(9H,m),4.60-4. 13(4H,m),3 
.72-3.40(2H,m),2.40-l. 15 
(14H. m) 


> 9 0% (NMR) 




MS 


524 (M+l) 







195 


1H NMR( S ) ppm 


o 

-\ 




300MHz, DMS0-d6 
8. 25(lH,s),8. 09-7. 92 (5H, 
m),7. 77 (1H, s),7.65(2H, d. 
J=8.4Hz),7. 59-7. 51(3H,m) 
,7.43(2H,d,J=8.4Hz),7. 17 
(2H, d,J=8.7Hz),5. 10(2H,s 
),4. 30(lH,m),2.40-2. 15(2 
H,m),2. 10-1.75(4H,m),1.7 
5-1.55(lH,m),l. 55-1. 10(3 
H,m). 


> 9 0% (NMR) 




MS 


580 (M+l) 





193 



WO 01/47883 
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mn&m^ 196 


1H NMR(d) ppm 

300MHz, DMS0-d6 
8. 22 (1H, s),7. 95(lH,d, J=8 
.4Hz),7. 86(lH,d,J=8. 4Hz) 
, 7. 69and7. 18 (4H, ABq, J=8. 

7Uv\ 7 14 fill t T=fi OH^ 

6. 80-6, 69 (3H, m) , 4. 83 (2H, 
s),4. 31(lH,m),2. 98 (3H, s) 
,2. 84 (3H, s),2. 29(2H,m),2 
. 00-1. 75 (4H, m) , 1. 70-1. 55 
(lH,m), 1. 50-1. 15(3H,m) 


0 


> 9 0% (NMR) 


MS 514 (M+l) 



mmw&%- 197 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 23 (1H, s),7. 95(lH,d, J=8 
. 4Hz) , 7. 86 (1H, d, J=8. 7Hz) 
, 7. 69and7. 18 (4H, ABq, J=8. 
7Hz),7. 35 (1H, t. J=8. 4Hz), 
6. 80-6. 70 (3H,m),4. 82 (2H. 
s),4. 31(lH.ra),3. 40(4H,m) 
, 2. 29 (2H, m) , 2. 00-1. 75 (4H 
,m), 1. 70-1. 15(10H,m) 




> 9 0% (NMR) 


MS 554 (M+l) 






1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 75(lH,s),8. 23(lH,d, J= 
4. 4Hz) , 7. 95and7. 86 (2H, AB 
q, J=8. 6Hz) , 7. 69and7. 19 (4 
H, A' B' q, J=8. 6Hz),7. 36 (1H 
, t, J=7. 8Hz) , 6. 82 (1H, d, J= 
9. 3Hz),6. 73 (1H, s), 6. 71(1 
H, d, J=7. 2Hz) , 4. 30 (1H, brt 
, J=12. 2Hz) , 3. 89 (2H, d, J=6 
.0Hz),3.59(2H,d, J=ll. 7Hz 
),2. 85 (3H, s),2. 73 (2H, t, J 
=10. 5Hz),2.41-2.20(2H,m) 
, 1.98-1. 59 (8H,m), 1.46-1. 


o 


MS > 9 0% (NMR) 


MS 604 (M+l) 
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mmmm^r 199 


1H NMR(fi) ppm 

300MHz, DMSO-d6 
8.33(1H, s),8. 30 (1H, d,J=8 
.9Hz),8. 06(lH,d, J=8. 7Hz) 
,7.79(2H,d, J=8.7Hz),7.70 

/nil J T— O *7U#>\ T CM /OU J 

V.2H, d, J-o. 7Hz; , 7. bl vzn, a 
, J=8.7Hz),7. 39(2H,d,J=8. 
8Hz) , 5. 28 (2H, s) , 4. 39 (1H, 
m) , 2. 50-2. 15 (2H, m) , 2. 15- 
1. 95 (2H.m), 1.95-1. 75 (2H, 
m), 1.75-1. 55 <lH,m),L 55- 
1. 15(3H,m). 




*£& >9 0% (NMR) 


MS 542 (M+l) 



rnmmf^ 200 


1H NMR(6) ppm 

(DMS0-d6) 5 :8.23(lH,s),7 
.96(lH,d, J=8.6Hz),7. 86(1 
H, d, J=8. 6Hz) , 7. 69 (2H, d, J 
=8. 4Hz),7. 52 (1H, s),7.50- 
7. 30 (4H, m) , 7. 18 (2H, d, J=8 
• 4Hz),6. 90 (1H, d, J=8. 3Hz) 
,6. 84(lH,s),6. 74 (1H, d, J= 
8.3Hz),5. 15 (2H, s),4. 39-4 
.21(lH,m), 2. 39-2. 18(2H,m 
), 1.99-1. 80 (4H,m), 1.71-1 
.59(18,10), 1.50-1. 20 (3H,m 




>9 0% (NMR) 


MS 553 (M+l) 




mmwrn^- 201 


1H NMR(6) ppm 

(DMS0-d6) 8 :8.26(1H, s),8 
. 06 (1H, d, J=8. 7Hz) , 7. 92(1 
H,d, J=8.7Hz),7. 72(2H, d, J 
=8. 7Hz) , 7. 47 (4H, s) , 7. 38 ( 
1H, t, J=8. 2Hz),7.20(2H, d, 
J=8. 7Hz) , 6. 90 (1H, d, J=8. 2 
Hz),6.83(lH,s),6. 74(lH,d 
,J=8. 2Hz),5. 14 (2H, s),2.4 
0-2. 19(2H,m),2.04-1.78(4 
H, a), 1.71-1. 60(lH,m), 1.5 
0-1. 21(3H,m) 




fcfifi >9 0% (NMR) 


MS 553 (M+l) 
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«l«t* 202 


1H NMR( 8 ) ppm 

(DMS0-d6) 8 : 12. 81 (1H, brs 
),8.24(lH,s),7. 99 (1H, d,J 
=8. 7Hz),7.87(lH,d,J=8.7H 
z),7.69(2H, d. J=8.6Hz),7. 
51-7 47(2H ml 7 1R(1H t 
J=8. 2Hz) , 7. 26-7. 16 (4H, m) 
,6.89(lH,d, J=8. 2Hz),6. 82 
(lH,s),6. 73 (1H, d,J=8.2Hz 
),5. 11 (2H, s), 4. 40-4. 21(1 
H,m),2.40-2. 17 (2H, m) , 2. 0 
1-1. 77 (4H,m), 1.71-1. 59(1 
H,m), 1.50-1. 20 (3H.nO 


o 

II 


> 9 0% (NMR) 


MS 537 (M+l) 




§H*fe0IJ#-§- 203 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 74(lH,brs),8. 21 (1H, s) 
,8.08(2H,d, J=9.0Hz),7. 93 
(1H» d, J=8.7Hz),7.85(2h,d 
, J=8. 7Hz) , 7. 58 (2H, d, J=8. 
7Hz),7. 13 (2H, d,J=8.7Hz), 
6. 83 (2H, d. J=9. 0Hz) , 4. 50- 
4.08(4H,m),3.68-3. 30 (2H, 
m),2.40-1.23(14H,m) 


6 $ 

NO, 


> 9 0% (NMR) 


MS 541 (M+l) 





204 


1H NMR( 6 ) ppm 


-Ac 




300MHz, DMS0-d6 
8. 39-8. 28 (2H, m) , 8. 08 (1H, 
d, J=8. 8Hz) , 7. 76 (2H, d, J=8 
.7Hz),7. 29(2H,d, J=8. 7Hz) 
, 7. 25-7. 13 (2H. m) , 6. 80-6. 
60 (3H, m) , 4. 46-3. 98 (4H, m) 
,3.51-3.42(lH,m),3.20-3. 
04 (1H, m),2. 39-1.20(l4H,m 


>9 0% (NMR) 




MS 
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205 


IH NMR( 6 ) ppm 


HoX D:gQ 


T 


300MHz, DMSO-ao 
9.59(lH,brs),8. 23 (IH, s), 
8. 04 (IH, d, J=8. 4Hz) , 7. 90 ( 
IH, d, J=8.4Hz),7.62(2H,d, 
J=8. 7Hz) , 7. 39 (2H, 2H, d, J= 
8. 7Hz) 7. 18 (2H, d, J=8. 7Hz) 
, 6. 63 (2H, d, J=8. 7Hz) , 3. 95 
-3. 37 (4H, m), 3. 51-3. 40 (IH 
,m),3. 17-3. 02(lH.m),2.39 
-1. 18(l7H,m) 




> 9 0% 


(NMR) 




MS 


553 (M+l) 










206 


IH NMR( 6 ) ppm 




XK3 


a 


300MHz, DMS0-d6 
13. 1(1H, brs),8. 33 (IH, s), 
8.29(lH,d,J=8.8Hz),8.06( 
IH, d, J=8.7Hz),7.77(2H,d. 
J=8.7Hz),7.59-7. 52(4H,m) 
,7. 35(2H,d, J=8.8Hz),5. 19 
(2H.s),4. 39(lH,m),2.71(3 
H, s) , 2. 45-2. 20 (2H, m) , 2. 2 
0-1. 95 (2H, m) , 1. 95-1. 75 (2 
H, m), 1.75-1. 55 (lH,m), 1.5 
5-1. 15(3H,m). 




> 9 0% 


(NMR) 


MS 


558 (M+l) 










207 


IH NMR( 6 ) ppm 




6 




300MHz, DMS0-d6 
8.29(lH,s),8.26(lH,d,J=8 
. 8Hz) , 8. 04 (IH, d, J=8. 7Hz) 
,7. 73(2H,d. J=8.8Hz),7. 50 
-7.4l(6H,m),7. 36(2H,d, J= 
8.8Hz),7. 18-7. 13(2H,m),6 
.84(1H, s),4. 33(lH,m),2.4 
0-2. 15 (2H, m) , 2. 15-1. 95 (2 
H.m), 1.95-1. 75(2H,m),1.7 
5-1.55(lH,m), 1. 55-1. 15(3 
H,m). 


mm 


> 9 0% 


(NMR) 


MS 


539 (M+l) 
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nmw&^r 208 


1H NMR ( 8 ) ppm 


o 


CI 


300MHz, DMS0-d6 
8. 32(lH,s),8.27(lH, d. J=9 
0Hz) 8 07-8 00 (3H m) 7 

• VJiU/ j U« V 1 KJ» W \ vllj 111/ | f • 

79-7.70(3H,m),7.51(2H,d, 
T=8. 1Hz) 7. 40 (2H d T=8 4 
Hz), 7. 18 (2H, d,J=8.7Hz),4 
.99(2H,s),4.34(lH,m),2.4 
0-2. 15(2H,m),2. 15-1.95(2 
H,m), 1. 95-1. 75(2H,m), 1.7 
5-1. 55(lH,m),l. 55-1. 15(3 
H,m). 


mm 


> 9 0% (NMR) 


MS 


582 (M+l) 





nmm&%- 209 


1H NMR( 6 ) ppm 






300MHz, DMS0-d6 
8. 24 (1H, d, J=4. 4Hz) , 7. 98a 
nd7. 88 (2H, ABq, J=8. 6Hz) , 7 
. 70and7. 19 (4H, A' B* q, J=8. 
4Hz),7. 35(lH,t,J=8.4Hz), 
6.86(1H, d, J=8. lHz),6.79( 
1H, s),6.71(lH,d, J=8. 1Hz) 
,4. 65-4. 53(lH.m),4.31(lH 
, brt, J=12. 2Hz) , 3. 88-3. 78 
(2H, m) , 3. 48 (2H, t, J=9. 0Hz 
),2. 39-2. 19 (2H,m), 1.02-1 
.71(6H,id), 1.70-1. 50 (3H,m 
), 1.46-1. 19 (3H,m) I 




> 9 0% (NMR) 


MS 


513 (M+l) 



mrnmrn^ 210 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 75 (1H, s),8. 23 (1H, s),7 
. 96and7. 87 (2H, ABq, J=8. 7H 
z),7. 84-7.66(6H,m),7.38( 
lH,t, J=8.4Hz),7. 18(2H,d, 
J=8. 4Hz) , 6. 91 (1H, d, J=9. 0 
Hz), 6. 84 (1H, s),6. 74(lH,d 
, J=8. lHz),5. 26(2H.s),4.3 
1 (1H, brt, J=12. 2Hz) , 2. 40- 
2. 20 (2H, m) , 1. 99-1. 76 (4H, 
m), 1.69-1. 58(lH,m), 1.45- 
1.20(3H,m) 




m& >9 0% (NMR) 


MS 587 (M+l) 
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£Jktt## 211 


1H NMR( 5 ) ppm 

300MHz, DUSO-d6 
8. 29 (1H, s) , 8. 15and7. 47 (2 
H.ABq,J=9.0Hz),7.77and7. 
24 (4H, ABq, J=8. 9Hz) , 7. 39 ( 
1H, t, J=7. 8Hz) , 6. 84 (1H, d, 
J=9. 3Hz) , 6. 76 (1H, s) , 6. 75 
(lH,d,J=9.5Hz),4.36(lH,b 
rt, J=12. 2Hz) , 3. 89 (2H, d, J 
=6. OHz) , 3. 42 (2H, d, J=10. 8 
Hz) , 3. 04-2. 88 (2H, m) , 2. 78 
-2.60(lH,m),2.71(2H,d, J= 
4.8Hz),2. 38-2.20(2H,m),2 
.07-1.80(7H,m), 1.70-1. 20 


O 
II 


*fi& >9 0% (NMR) 


MS 540 (M+l) 




H*£0J$# 212 


1H NMR( 5 ) ppm 

300MHz, DMSO-d6 
8. 22 (1H, s) , 7. 93and7. 87 (2 
H, ABq, J=8. 6Hz) , 7. 68and7. 
17 (4H, A' B* q. J=8. 7Hz) , 7. 4 
3-7. 33(5H,m),6.87(lH,d,J 
=8. 1Hz) , 7. 18 (2H, d, J=8. 4H 
z),6. 91(lH,d, J=9.0Hz),6. 
81 (1H, s),6. 72(lH,d,J=8.0 
Hz) , 5. 08 (2H, s) , 4. 36 (1H, b 
rt, J=12. 2Hz) , 2. 37-2. 20(2 
H,m), 1.98-1. 78 (4H,m), 1.6 
9-1. 60 (lH,m), 1.41-1.21(3 
H,m), 1. 28 (9H, s) 




>9 0% (NMR) 


MS 575 (M+l) 




mmmm^r 213 


1H NMR( 8 ) ppm 

300MHz, DHS0-d6 
8. 23 (1H, s) , 7. 95and7. 86(2 
H. ABq, J=8. 4Hz) , 7. 69and7. 
19 (4H, A' B* q, J=8. 7Hz) . 7. 6 
2-7. 36(5H,m),6.90(lH,d,J 
=8. lHz),6. 84 (1H, s),6.76( 
lH,d, J=8. lHz),5. 19(2H.s) 
, 4. 31 (1H, brt, J=12. 2Hz) , 2 
. 40-2. 19 (2H, m) , 1. 99-1. 76 
(4H,m), 1.68-1. 55(lH,m),l 
.50-1. 18(3H,m) 




#fi£ >9 0% (NMR) 


MS 553 (M+l) 
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mmmm^ 214 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.94(1H, d, J=2. lHz),8.60( 
lH,dd, J=4.8, 1.5Hz),8. 23 ( 
lH,d, J=1.5Hz),8. 12(lH,dt 
. J=8. 1. 2. 1Hz) . 7. 93 (1H d 
J=8. 7Hz) , 7. 87 (1H, dd, J=8. 
7, 1. 5Hz),7. 70(lH.d,J=8.7 
Hz), 7. 67-7. 54(3H,m),7.50 
(lH,dd,J=8. l,4.8Hz),7.25 
(2H,d, J=8.7Hz),7. 21(lH,m 
),4.31(lH,m),2. 38-2. 19(2 
H, m) , 2. 00-1. 78 (4H, m) , 1. 6 
5(lH,m), 1.48-1. 22(3H,m). 


0 


>9 0% (NMR) 


MS 490 (M+l) 




mrnmm^ 215 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 75(lH,brs),8. 23(lH,s) 
, 7. 95 (1H, d, J=8. 7Hz) , 7. 86 
(1H, d, J=8.7Hz),7. 73(2H,d 
,J=8.4Hz),7. 71(2H,d.J=8. 
4Hz),7. 63-7. 39(2H,m),7.5 
2(2H,d,J=8.4Hz),7. 24 (2H, 
d,J=8.4Hz),7. 18(lH,m),4. 
31(1H, m) , 2. 39-2. 20 (2H, m) 
,2. 00-1. 76(4H,m),1.65(lH 
,m), 1.49-1. 18(3H,m). 




>9 0% (NMR) 


MS 523 (M+l) 



mmmm^ 216 


1H NMR(6) ppm 

300MHz, DMS0-d6 
12. 77(lH,s),8. 23(lH,d,J= 
1.4Hz),7.95(lH, d, J=8.6Hz 
),7.86(lH,dd,J=8.6,1.4Hz 
),7. 70(2H,d, J=8.7Hz),7.6 
4(2H,d.J=8. 8Hz),7. 56-7.4 
8(2H,m),7.40(lH,s),7. 23 ( 
2H, d,J=8.7Hz),7. 10(lH,m) 
. 7. 03 (2H, d, J=8. 8Hz) , 4. 31 
(lH,m),3.80(3H,s), 2.48-2 
. 20 (2H, m) , 2. 00-1. 88 (4H, m 
),1.66(lH,m), 1.50-1. 21(3 
H,m). 




*>6& >9 0% (NMR) 


MS 519 (M+l) 
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mmm&-%- 217 


1H NMR( 5 ) ppm 

(DMS0-d6) 6 :12.80(lH,brs 
),8. 23(lH,s),8.04(lH,d,J 
=8.6Hz),7. 96(3H,d,J=8.6H 
z),7.86(lH,d,J=8.7Hz),7. 
63 (2H, d, J=8. 6Hz) , 7. 25 (2H 
,d, J=8.6Hz),5. 50 (2H, s),4 
.36-4.21(lH.m),3. 27(3H,s 
),2. 74(3H,s),2.40-2. 19(2 
H,m), 1. 99-1. 79(4H,m), 1.7 
1-1. 60 (lH,m), 1.49-1. 19(3 
H,m) 


6 


>9 0% (NMR) 


MS 602 (M+l) 



Hj&E0»J## 218 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
12.9(lH,brs),8.25(lH,s), 
8. 04 (1H, d, J=8.7Hz),7. 91 ( 
lH,d,J=8.6Hz),7.72(2H, d, 
J=8. 5Hz) , 7. 67 (2H, d. J=8. 7 
Hz) , 7. 56 (2H, d, J=8. 5Hz) , 7 
• 26(2H, d,J=8.7Hz),5.45(2 

H. s),4.31(lH,m),2.71(3H, 
s), 2. 40-2. 15(2H F m) f 2. 05- 

I. 80(4H,m), 1.75-1. 55 (1H, 
m),l. 55-1. 15(3H,m). 


a 

6 ^ 


>9 0% (NMR) 


MS 558 (M+l) 




ntizmm^ 219 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.2K1H. d, J=1.5Hz),7. 93 ( 
1H, d, J=9. 0Hz) , 7. 84(1H, dd 
,J=9. 0, 1.5Hz),7. 56(2H,d. 
J=8. 7Hz) , 7. 42-7. 30 (4H, m) 
,7. 12 (2H, d, J=8.7Hz),4.53 
(lH,brs),4. 36-4. 20(lH,m) 
,3. 55(2H.brs),3. 00-2. 90 ( 
1H, m) , 2. 70-2. 58(lH,m),2. 
40-1. 10(18H,m) 


6 ^ 


>9 0% (NMR) 


MS 544 (M+l) | 
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HJ£0il## 220 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
12. 76(lH,s),8. 23(lH,s),7 
. 96and7. 87 (2H. ABq, J=8. 9H 
z) , 7. 69and7. 19 (4H, A' B' q, 

T— fi fttlrr^ 7 CC Mil o\ 7 ^7 

J— e. Dnz; , /. oo \in, s}, (.of 
(1H, t,J=8. lHz),6.9l(lH,d 
, J=7.8Hz),6. 85(lH,s),6.7 
4(1H, d, J=7.5Hz),5. 13 (2H, 
s),4.31(lH.brt,J=12.2Hz) 
,2. 65 (3H, s),2.41-2.20(2H 
,m),2. 00-1.74(4H,m),l. 70 
-1.59(lH,m), 1.58-1. 20 (3H 
,n») 


0 


^ >9 0% (NMR) 


MS 54001+1) 




H360iJ#-^ 221 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 23 (1H, s), 7. 96and7. 86(2 
H, ABq, J=8. 6Hz) , 7. 69and7. 
18(4H,A'B'q,J=8. 7Hz),7.3 
7(1H, t, J=8.2Hz),6. 87 (1H, 
d,J=8.2Hz),6. 82 (1H, s),6. 
75 (1H, d, J=8. 0Hz) , 5. 24 (2H 
.s),4. 32 (1H, brt, J=12.2Hz 
),2. 58(3H,s),2.38-2. 20(2 

H, m),2. 30(3H,s),2.00-l. 7 
9(4H,m), 1.70-1. 59(lH,m), 

I. 44-1. 20 (3H,m) 




*** > 9 0% (NMR) 


MS 554 (M+l) 





222 


1H NMR(S) ppm 


o 

"no 




300MHz, DMS0-d6 
12.88(lH,brs),8. 25 (s, 1H) 
, 8. 07-7. 57(llH,m),7. 26(2 
H, d, J=8. 7Hz),7. 24(lH,m), 
4. 34(lH,m),2. 30-2. 20 (2H, 
m),2. 03-1.78(4H,m), 1.64( 
lH,m), 1.49-1. 19(3H,m). 


mm 


>9 0% (NMR) 




MS 


557 (M+l) 
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223 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 

10. 96(lH,brs),8.21(lH,d, 

J=1.4Hz),7.93(lH,d,J=8.7 

Hz), 7. 84(lH,dd, J=8. 7, 1.4 

u„\ 7 7C_7 Af\(ju tii\ 7 io 
nzy , i. io # . tv) \ f n, uxj , / . io 

(2H, d. J=8. 0Hz) , 4. 24-4. 16 

(2H,m),2. 40-1. 12(18H,m) 


0 
H 


>9 0% (NMR) 


MS 544 (M+l) 



mn®m-% 224 


1H NMR(5) ppm 

(DMS0-d6) 6 :8.22(lH,s),8 
. 07 (1H, d, J=8. 4Hz) , 7. 92 (1 
H, d,J=8. 4Hz),7. 54 (2H, d, J 
=8. 7Hz) , 7. 40 (2H, d, J=8. 4H 
z).7.30(2H,d,J=8.4Hz),7. 
14 (2H, d, J=8. 7Hz) , 4. 61 (2H 
,s),4.48-4. 32(lH,m),3. 82 
(1H, brd, J=12. 3Hz) , 3. 65-3 
.47(2H,m),3. 10(brdd,J=8. 
4, 12.3Hz),2.40-2.20(2H,m 
),2. 09-1. 76 (6H,m), 1.71-1 
.16(6H,m) 




>9 0% (NMR) 


MS 544 (M+l) 




llllf 225 


1H NMR(S) ppm 

(DMS0-d6) 6 : 12. 83 (1H, brs 
),8.21(1H, s),8. 10(lH,brs 
),7.01-7.91(2H,m),7. 89-7 
.82(2H,m),7. 75(lH,d, J=8. 
0Hz),7. 59(2H,d,J=8.7Hz), 
7. 53(4H,s),7.46(lH,brs), 
7. 12(2H,d,J=8.7Hz),7. 23 ( 
2H,s),4. 35-4. 17(lH,m),2. 
38-2. 20 (2H, m) , 1. 99-1. 79 ( 
4H,m), 1.71-1. 59 (1H, m), 1. 
48-1. 18(3H,m) 


6 


>90% (NMR) 


MS 580 (M+l) 
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zm&m^- 226 


1H NMR(5) ppm 

300MHz, DMS0-d6 
8. 33and8. 08 (2H, ABq, J=8. 7 
Hz),8.31(lH,m),7.66and7. 
26(4H,A' B' q, J=9.2Hz),7.4 
2and7. 39 (4H, A"B*q, J=8. 7H 
z),4.57(2H.s),4.50(lH,br 
t, J=12. 2Hz) , 3. 85-3. 62 (3H 
, m) , 3. 28-3. 16 (2H, m) , 2. 42 
-2.23(2H,m),2. 14-1. 81 (6H 
,m),l. 72-1.25(6H,m) 


° 

ii 

" uO-O-O-'w-v. 
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MS >9 0% (NMR) 


MS 544 (M+l) 
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1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.43(lH,d,J=5.0Hz),8. 23 ( 
1H, s) , 7. 96and7. 86 (2H, ABq 
, J=8. 6Hz) , 7. 69and7. 18 (4H 
,A'B'q,J=8.6Hz),7. 57 (1H, 
s),7. 47 (1H, d,J=5.0Hz),7. 
40 (2H, t, J=8. 2Hz) , 6. 91 (1H 
,d,J=8.3Hz),6. 85 (1H, s),6 
. 77(lH,d, J=7.9Hz),5. 25(2 

H. s),4.31(lH,brt,J=12.2H 
z), 2. 40-2. 19(2H,m),l. 99- 

I. 75(4H,m), 1. 73-1. 57 (1H, 
m), 1.49-1. 19 (3H, m) 




>9 0% (NMR) 


MS 554 (M+l) 




mfe0fl## 228 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
12. 80(lH,brs),8. 22 (1H, s) 
,7.94(lH,d, J=8. 6Hz),7. 87 
(1H, d,J=8.6Hz),7.60(2H,d 
, J=8. 7Hz) , 7. 32 (2H, d, J=8. 
7Hz)7. 17 (2H, d,J=8.7Hz),6 
. 70 (2H, d, J=8. 7Hz) , 4. 35-3 
.97(4H,m),3.62-3. ll(2H,m 
),2.96(6H,s),2. 39-1. 12(1 
4H, m) 


6 A 


MS >9 0% (NMR) 


MS 567 (M+l) 
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1H NMR(6) ppm 

300MHz, DMS0-d6 
8.2S(lH,s),8.20(lH,s),8. 
04(lH,dd, J=8. 1, 1.8Hz),7. 
92(lH,d,J=8. lHz),7. 84 (1H 
, d, J=9. 9Hz) , 7. 62-7. 50 (7H 
,m),7. 12 (2H, d,J=8.7Hz),5 
. 14(2H,s),4. 36(2H,q.J=6. 
9Hz),4. 30-4. 20(lH,m),2.3 
8-2. 18(2H,m),l- 98-1.18(8 
H,m), 1.35(3H, t,J=6.9Hz) 


a 


>9 0% (NMR) 


MS 608 (M+l) 
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1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 35 (1H, s),8. 27(lH,d, J=8 
.7Hz),8. 05 (1H, d,J=9.0Hz) 
,7. 87(2H,d, J=8. 7Hz),7.74 
(lH,t, J=8. lHz),7. 64(lH,d 
. J=7. 8Hz) , 7. 59-7. 50 (2H, m 
),7. 36 (2H, d. J=8.7Hz),4.3 
9 (1H, m) , 2. 40-2. 15 (2H, m) , 
2. 15-1. 95 (2H,m), 1.95-1. 7 
5(2H,m).l. 75-1.55(lH,m), 
1. 55-1.20(3H F m). 




#>9 0% (NMR) 


MS 481 (M+l) 
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1H NMR( 8 ) ppm 

300MHz DMS0-d6 
12. 78(lH,brs),8. 23(lH,d, 
J=l. 5Hz),7. 96 (1H, d,J=8.7 
Hz), 7. 87(lH,dd,J=8. 7, 1.5 
Hz), 7. 75(2H,d, J=8.4Hz),7 
. 63 (2H, d, J=8. 4Hz) , 7. 52 (2 
H, d, J=8. 4Hz) , 7. 24 (2H, d, J 
=8. 4Hz) , 5. 47 (2H, s) , 4. 29 ( 
lH,m),2. 97(6H,brs),2. 72 ( 
3H, s) , 2. 39-2. 16 (2H, m) , 2. 
00-L78(4H,m),l. 71-1. 59 ( 
1H, m),l. 49-1. 17(3H,m). 
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ffi9 0% (NMR) 


MS 595 (M+l) 
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IH NMR( S ) ppm 


o 


6 


a 




OUUAUIZ, UJnOU^QD 

12.8(lH,brs),8.22(lH,s), 

7 Q£flU J T— ft 7l?w\ 7 Ofif 

# • yo vin, a, J— o. (tiz) f / . ob v 
lH.d,J=8.6Hz),7.70(lH,s) 
, 7. 59 v2H, d. J=8. 7Hz) , 7. 53 
-7.50(5H > m),7.42(lH,d,J= 
7.9Hz),7. 12(2H,d,J=8.7Hz 
),5. ll(2H,s),4.27(lH,m), 
3. 01(3H,brs),2. 97(3H,brs 
),2.40-2. 15(2H,m),2. 00-1 


mm 


> 9 0% 


(NMR) 




. 75(4H,m), 1.75-1. 55 <lH,m 
), 1.50-1. 15(3H,m). 


MS 


608 (M+l) 
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IH NMR( 5 ) ppm 


HOI 


6 


01 

— 0^ SgssH 
^ — N 




DMS0-d6 

13.20(lH,brs),8. 99(lH,s) 
,8.32(1H, s),8. 25(lH,d, J= 
8. 8Hz) , 8. 04 (IH, d. J=8. 6Hz 
),7.79-7. 74(4H,m),7.60(2 
H, d, J=8. 5Hz) , 7. 30 (2H, d, J 
=8. 7Hz), 5. 26 (2H, s), 4. 36 ( 
lH.ni), 2. 72(3H,s).2.50-2. 
15 (2H, m) , 2. 15-1. 95 (2H, m) 
, 1.95-1. 75 (2H.m),l. 75-1. 
55(lH,m), 1.55-1. 15(311, m) 


mm 


>9 0% 


(NMR) 




MS 


553(M+1-HC1) 







234 


IH NMR( 8 ) ppm 
DMS0-d6 

8. 77(lH,d.J=3.6Hz),8. 36- 
8.26(3H,m),8.08(lH,d,J=8 
.8Hz),7.79(2H,d.J=8.7Hz) 
, 7. 72-7. 64 (3H, m) , 7. 58 (2H 
, d, J=8. 4Hz) , 7. 30 (2H, d, J= 
8. 7Hz),5.26(2H,s),4. 38(1 
H,ra),2.50-2. 15(2H,m),2. 1 
5-1. 95 (2H,m), 1.95-1. 75(2 
H,m), 1.75-1.55(lH,m),1.5 
5-1. 15(3H,m). 


CI 

- o 


>9 0% (NMR) 


MS 538(M+1-2HC1) 
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1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
12.74(lH,brs),8. 67(lH,dd 
,J=3. 1, 1.6Hz),8.21(lH,d, 
J=l. 6Hz) , 7. 93 (1H. dj=8. 6H 
7.) 7 90-7 m\ 7 firt- 

7. 50(7H,m).7. 09(2H,d, J=8 
.7Hz),5. 16(2H,s),4.26(lH 
, m) , 2. 40-2. 20 (2H, m) , 2. 00 
-1.60(5H,m), 1.50-1. 20 (3H 
,m) 


01 

6 ^ 


^ >9 0% (NMR) 


MS APCI-Ms 538(11+1) 
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1H NMR( 6 ) ppm 


0 


H 

CFjOOjH 


300MHz, DMS0-d-6 

8. 40-7.40(llH,m),2. 95, 2. 

81 (3H, each 

d, J=4. 7Hz) , 2. 40-2. 20 (2H, 
m),2. 10-1.80(4H,m),l, 70- 
1.60(lH,m), 1.50-1. 20 (3H, 
n>) 


> 9 0% (NMR) 




MS 


APCI-Ms 555 (M+l) 
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1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8.2l(lH,s),8. 15(lH,d,J=9 
.5Hz),8. 02 (1H, s),8. 00-7. 
80 (3H, m) , 7. 70-7. 50 (6H, m) 
, 7. 12 (2H, d, J=8. 7Hz), 5. 16 
(2H, s),4.28(lH,m),2.40-2 
. 20 (2H, m) , 2. 00-1. 80 (4H, m 
), 1.65(lH,m),l. 50-1.20(3 
H,m) 


01 


>9 0% (NMR) 


MS FAB-Ms 605 (M+l) 
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IH NMR( 6 ) ppm 


0 

HCI ^ 




300MHz, DMSO-d6 
12. 80 (IH, brs) , 8. 54 (IH, s) 
, 8. 25 (IH, s) , 7. 98and7. 88 ( 
2H, Abq, J=8. 6Hz) , 7. 76 (2H, 
d. J=8. 6Hz), 7. 53-7. 31 (3H. 
m),6.61(lH, s),5.46(2H,s) 
,4. 32(lH,brt),2.40-2.20( 
2H,m),2. 02-1.79(4H,m),l. 
69-1. 59 (lH,m), 1.48-1. 19 ( 
3H,m) 


>9 0% (NMR) 




MS 


APCI-Ms 521 (M+l) 
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IH NMR(6) ppm 

300MHz, DMS0-d6 
12. 79 (IH, brs) ,8. 60(2H,d, 
J=1.5Hz),8. 53(lH,s),8. 25 
(IH, s) , 7. 98and7. 85 (2H, AB 
q,J=9.4Hz),7.76(2H, \ 
d, J=9. OHz) , 7. 44 (4H, d, J=6 
• 5Hz),6. 69 (IH, s),5. 53 (2H 
,s),4. 32(lH,brt),2.40-2. 
19(2H,m),2.03-1.82(4H,m) 
,1. 72-1.61(lH,m), 
1.42-1. 22 (3H,m) 




>9 0% (NMR) 


MS APCI-Ms 522 (M+l) 
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IH NMR(5) ppm 

300MHz, DMS0-d6 
8.90(1H, s),8. 32(lH,s),8. 
28 (IH, s),8. 25 (IH, d, J=8.3 
Hz), 8. 05 (IH, d,J=8.8Hz),7 
.96(lH,s),7.93(lH,d, 
J=8. 8Hz),7.83(lH,d,J=8.4 
Hz), 7. 68-7. 59(2H,m),7.54 
(2H.d,J=8.8Hz),4. 37(lH,b 
rt),2. 30(2H.m),2. 00(2H.m 
),1.88<2H,m).1.67(lH,in), 
1.5-1. 2 (3H,m) 
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>9p% (NMR) 


MS APCI-Ms 525 (M+l) 
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So »^7-^(i, HCV©RNA3H£^±<DNS 5 BhmttlZWMm. 
*?y?^>7ffi.mz^2— K^tiS^T-feS (EMBO J., 15: 12-22, 1996) 0 
SS^J C I ] 

i) mm (Hcv*'^7-if) 

5cDNA^^->Sili:U^ NS5B (591T^g* ; J Virol 1991 Mar, 
65(3), 1105-13) §n-h*nTOP CR&fc J; !)*iMB bfco d<D5'*^^ 
6Hi s*<7 {ilt§6^t^^i;> (His) K-T3i«*t} £tt 

mvxmtz^mM^^s ^mm^mmm^vtzo Bmm&nm&xmmzmm 

iA^Ai'DY h^^^-f — {#'J[UH7 7n-Xs i!777 U;i/S-200 N ^7 

-S (7 7;i/v^7tS) } tiltSuttiDfW^feo • 

ii) l&KR N AcD-n-fifc 

h c w ; acd 3' immmmmmt & ^fcsatt bfe^r^^ 

p o 1 yU&t>*3'XfS^J£^t?DNAm;t (148bp) ^^^^ KpB 

luescript SK II(+) (StratageneftSO fc^P-->^bfeo fufBi) trflSib 

fcNs 5 B^^n- c dnam^k p n i "ciibu mummrn 

WmffitiLfr^mit^ K >S;T'©^aSB#J*>£&3 cDNAIrfr^ffeo £<D cD 
NAJUrJt£pBluescript SK II(+)cd 3 ' ^HiR^D N A(D±mizmXsmm\stzo 
d CD«I b A £ tifc & £> if$450bp6D D N A SB^J £»Jf R N AH«50ttM 
£bfco ^^^^ h*£3'Xga^J©it^-tM2JB?rU Sttftlfe^ 7i;-JP- 
7HD7tMm ^y-^ifcJSS&icJ; DJIf U DNA^IaJJKbfco 
iiSbfcDNAMtlts pBluescript SK II( + )<D:7°n ^-*-£*iJffl 
MEGAs c r i p t ENA«^ h (Amb i o nftSO &t>*T 7 
RNA^'J^7-^tffltMrun-of f ,fc t) % RNAM^ft^fcl 3 

7°C N 3I^H) o DNaseI§j)Dit^&{:l^^>^a^-M 

fc^L ^MDNA%^^*-rS^^l3J;»3RNA3)fa^^*#fco 
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iii) SH^K (HCV*iJ^7-g) fflStSi4co«!l^ 

ttttttK (*»«i©fls^«) aWTfiB»fiR©S*B«E (30/il)t 2 5 "CT» 
9 0^HSJte^*feo 

Rfi/fe»fc4-C©l 0 % h 'J ^ D D i®S tn % t D ij >i t h 'J ^ 

AM (150/zl) ftft!it-CR**#±**fc«x **-Cl 5flflUft«UTR 
NASWi^tfeo &l^»RNA*lR§ltt»fc«kt>:tf^:a:7*;i/* — (Wh 
atmanttSGF/C§) th5y7Lfc. ^7 <f — * 1 % h 'J * P D» 
l%tfP U>K^- h U »> Afr 6 &***T»J* U#V>T 9 0%x.& J 
— ^Tf«s»«N «*R**fco ftttS'^U — S'a (P a c k a r d*t) 

*»«ifls'fi*<oHCV>i«u^^-Hfia*«tt (ic B0 ) h: s *«<»H*jn*fc 
w- a * arts ^^tHtfe. 

SJfe*: i) T?»&ft&HCV#'.M5-Hf (5//g/ml) „ ii) -£t#£n 
fcSIRNA ( 1 0/ig/ml) > ATP (50//M) % GTP (5 0 julU) n 
CTP (50/iM) ^ UTP (2^M)s [5, 6- 3 H] UTP (46Ci/ 
mmo 1 ( Ame r s h amMO , 1 . 5 ju C i ) 2 0 mM Tris-HCl 
(pH7.5) n EDTA ( 1 mM) N MgCl 2 ( 5 mM) N NaC 1 (50m 
M) \ DTT ( ImM) N BSA (0.01%) 
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0. 23 


193 


0. 13 


213 


0. 10 


194 


0.52 


214 


0. 059 


195 


0. 023 


215 


0. 078 


196 


0. 20 


216 


0.084 


197 


0. 11 


217 


0.058 


198 


0.044 


218 


0. 033 


199 


0. 11 


219 


0. 13 


200 


0. 10 


220 


0.073 


201 


0. 14 


221 


0.058 


202 


0. 095 


222 


0.041 


203 


0. 063 


223 


0. 21 


204 


0. 16 


225 


0. 014 


205 


0. 077 


227 


0.045 


206 


0. 05 


228 


0. 18 
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HCVxKy 


#^ 


HCVJl?y^7-f 


229 


0. 022 


257 


0. 074 


230 


0. 17 


259 


0. 10 


231 


0. 073 


260 


0. 27 


232 


0. 015 


262 


0.013 


233 


0. 028 


263 


0.035 


234 


0, 022 


264 


<0. 01 


235 


0. 036 


265 


0. 014 


236 


0. 075 


266 


0.018 


237 


0.015 


267 


0. 014 


238 


0. 19 


268 


0.012 


239 


0. 17 


269 


0. 013 


240 


0.055 


270 


0.012 


248 


0.012 


271 


0. 024 


249 


0. 022 


272 


0.066 


250 


0.018 


273 


0.041 


252 


0. 32 


27fi 


ft ft9«l 


253 


0. 65 


279 


0.017 


254 


0. 038 


280 


0.016 


255 


0. 038 


281 


0. 052 


; 256 


0. 079 


282 


0. 019 
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9,1 1 
Oil 


0 1fi 


294 


0.032 


312 


0.023 


295 


0.045 


313 


0.025 


296 


0.034 


314 


0.097 


297 


0.022 


315 


0.028 
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mmm 


MiSttI C 60 [//M] 




HCVtflM 5— t? 
IBSJSttI C 60 C^M] 


316 


0.022 


502 


0.024 


317 


0.032 


503 


0.196 


318 


0.012 


601 


0.32 


319 


0.030 


701 


0.052 
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mmm^ 249 


IH NMR(6) ppm 

300MHz, DMSO-d6 
8. 02 (IH, d, J=1.5Hz),8. 11 ( 
IH, d.J=1.8Hz),7. 96-7. 81 ( 
3H,m),7. 67 (1H, s), 7. 61-7. 

A n /cm M \ 1 AO ^OU J T O £ 

4a von, uu , (. Uo Wn, a, J-o. 6 
Hz), 5. 19 (2H, s),4. 25(lH,m 
),2. 38-2. 17(2H,m), 1.96-1 
. 78 (4H,m), 1.70-1. 56 (lH,m 
), 1.46-1. 16(3H,m),l. 11(9 
H, s) 


CI 


>9 0% (NMR) 


MS 672 (M+l) 




mmm^ 250 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 25(lH,d. J=l. 5Hz),8. 16- 
8. 08(2H,m),7. 99-7. 88 (2H, 
m),7. 66 (2H, d. J=8. 6Hz),7. 
60-7. 48(5H,m),7. 19(2H,d, 
J=8.6Hz),5. 17 (2H, s),4.31 
(lH,m),2. 39-2. 20(2H,m),2 
.04-1. 79(4H,m), 1.72-1. 60 
(lH,m), 1.50-1. 18(3H,m) 


0 

t> is-* 


> 9 0% (NMR) 


MS 616 (M+l) 





251 


IH NMR( 6 ) ppm 


mX o 


HCI 


300MHz, DMS0-d6 
cis and trans mixture 
8. 13and8. 11 (total 
IH, each 

s),7. 90-7. 74(2H,m),7. 42- 
7.22(5H,m),4. 56and4. 52 (t 
otal 2H, each 
s),4. 42(lH,brs),3. 78-3.0 
6(2H, m)2. 33-1.33(18H,m) 


MS >9 0% (NMR) 




MS 


433 (M+l) 
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mmmm^ 252 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 20 (IH, d, J=1.5Hz),7. 96 ( 
IH, d, J=8.6Hz),7. 84 (IH, dd 
, J=8. 6, 1.5Hz),7.54(2H, d, 
1=6 9Hz) . 7. 48-7. 26 (8H m) 
,7. 09 (IH, t, J=7.3Hz),5. 43 
(2H, s),4. 06(lH,m),2.40-2 
.20(2H,m),2.01-1.80(4H,m 
), 1. 75-1. 64(lH,m), 1.51-1 
. 28(3H,m) 


ji ^ « f 7 

■ ucvol . V 


>9 0% (NMR) 


MS 509 (M+l) 




%mm&^ 253 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8.21(lH,d, J=1.5Hz),7. 93 ( 
IH, d, J=8. 7Hz),7. 85 (IH, dd 
,J=8. 4, 1.5Hz), 7. 54-7. 47 ( 
2H, m), 7. 40-7. 24 (6H, m) , 7. 
15(lH,d.J=3.6Hz),7. 11-7. 
05(lH,m),6. 81 (IH, d,J=3.6 
Hz),5.26(2H, s),4.96(lH,ni 
),2. 32-2. 13(2H,m), 1. 95-1 
. 72 (4H,m), 1.68-1. 55(lH,m 
), 1.43-1, 18(3H,m) 




> 9 0% (NMR) 


MS 493 (M+l) 



m&m&% 254 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8.25(1H, s),8. 02(lH,d, J=8 
• 7Hz),7. 90 (IH, dd, J=8. 4, 1 
.4Hz),7. 80-7. 71(2H,m),7. 
67 (2H, d, J=8. 7Hz) , 7. 33 (2H 
,t, J=8. 7Hz),7. 26 (2H, d,J= 
8. 7Hz),5. 46 (2H. s),4. 78(2 

H, s),4. 31 (IH, m),2. 39-2.1 
9(2H, m),2. 03-1. 79(4H,m), 

I. 71-1. 59 (IH, m) , 1. 50-1. 1 
7(3H,m) 




#•6* > 9 0% (NMR) 


MS 558(M+1) 
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2dfe0iJ#-J§- 255 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 34 (IH, s),8.32(lH, d, J=8 
.8Hz),8. 09-8.03(3H,m),7. 
83 (2H, d, J=8. 3Hz) , 7. 79 (2H 
,d, J=8. 8Hz),7. 36(2H,d,J= 
8. 8Hz),5. 54 (2H, s),4. 38(1 

H, m),2. 74 (3H, s), 2.40-2.1 
8(2H,m),2. 13-1.96(2H,m), 

I. 93-1. 78(2H,m), 1. 73-1.5 
7(lH,m), 1.55-1. 15(3H, m) 


0 HOI <k\ 


>9 0% (NMR) 


MS 568 (M+l) 



mmm^ 256 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
12. 67(lH,brs),8. 23 (IH, s) 
, 7. 94and7. 87 (2H, ABq, J=8. 
6Hz),7. 79 (IH, dd. J=8. 7,5. 
4Hz),7.62-7.41(7H,m),6.8 
0(lH,dd, J=11.9, 2. 3Hz),6. 
69(lH,dd, J=8. 1,2. lHz),5. 
20 (2H, s),3. 93(lH,brt, J=l 
5. 3Hz) , 2. 30-2. 11 (2H, brm) 
1. 88-1. 74 (4H, brm), 1. 64-1 
.58(1H, brm), 1. 41-1. 14 (3H 
, brm) 


0 pf ' 


>9 0% (NMR) 


MS 585 (M+l) 




mmw&* 257 


IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 19(lH,d, J=8. 7Hz),7. 93 ( 
lH,s),7. 83-7. 71 (3H, m) , 7. 
50-7. 39 (4H, m) , 7. 34-7. 10 ( 
4H,m),7. 06 (IH, dd,J=8. 4,2 
.9Hz),5.09(2H, s),4. 34 (IH 
,m),3. 82 (3H, s),2. 39-2. 19 
(2H,m),2. 11-1. 98(2H,m), 1 
.94-1. 79 (2H,m), 1.74-1.58 
(lH,m),l. 52-1. 21(3H,m) 


01 


> 9 0% (NMR) 


MS 603 (M+l) 
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258 


IH NMR(6) ppm 


HO^O^ 


01 


300MHz, DMS0-d6 
7. 79(lH,d, J=6. 7Hz),7. 56 ( 
IH, d. J=7.5Hz),7. 49(2H,d, 
J=8. 6Hz),7.42(4H, s),7. 32 
-7. 23 (3H, m) , 7. 09-7. 03 (3H 
.m),5. 02 (2H, s),4. 46(lH,m 
),3. 82 (3H, s), 1.95-1. 83(2 
H,m),l. 75-1. 44(5H,m).1.3 
0-1. 10 (2H,m), 0.89-0. 71(1 
H,m) 


fcfiS > 9 0% (NMR) 




MS 


567 (M+l) 





mmmm^r 259 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 93 (2H, d, J=6. 6Hz) , 8. 36 ( 
lH,s),8. 28 (IH, d, J=8.7Hz) 
, 8. 10-8. 03 (3H, m) , 7. 85 (2H 
, d, J=8. 7Hz) , 7. 33(2H,d, J= 
8.7Hz),7. 23 (IH, s),7. 23(1 
H, s),6.8l(lH,s),5.56(2H, 
s),4. 39(lH,m),2. 97, 2.92( 
6H,s),2. 40-2. 18(2H,m),2. 
16-1. 95(2H,m), 1.90-1. 75 ( 
2H,m), 1.70-1. 55 (lH.m), 1. 
50-1. 15(3H,m) 


0 2HCI 

r 


> 9 0% (NMR) 


MS 591 (M+l) 




mmmm^r 260 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 93 (2H, d, J=6. 3Hz) , 8. 35 ( 
IH, s),8. 26 (IH, d,J=8.7Hz) 
, 8. 09-8. 02 (3H, m) , 7. 86 (2H 
,d. J=8. 7Hz),7. 50 (IH, s),7 
.35 (2H, d, J=8.4Hz),7. 24(2 

H, d, J=7. 8Hz),5.60(2H, s), 
4. 39 (IH, m) , 2. 50-2. 18 (2H, 
m),2. 15-1. 95 (2H,m), 1.90- 

I. 75 (2H, m) , 1. 70-1. 55 (IH, 
m) 1.50-1. 10(3H,m) 


0 2H0I 

OH 


> 9 0% (NMR) 


MS 564 (M+l) 
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261 




>9 0% (NMR) 



MS 



567 (M+l) 



IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 22(lH,d,J=7. 8Hz),7. 85 ( 
IH, d,J=6.7Hz),7.63(2H, d, 
J=9. OH) , 7. 51-7. 38 (5H, m) , 
7. 29 (IH, d,J=8. 3Hz),7. 23 ( 
IH, d. J=3.0Hz),7. 06 (2H, d, 
J=9. 0Hz),7.06(lH,dd, J=8. 
6, 3. OHz), 5. 05(2H,s),4. 41 
-4. 25(lH,m),3. 83 (3H, s),2 
.40-2.20(2H,m),2. 03-1.78 
(4H,m),l. 72-1. 57 (IH, m),l 
.50-1. 18(3H,m) 



mmmm^- 262 


IH NMR(6 ) ppm 

300MHz, DMS0-d6 
8. 29 (IH, d,J=l. 5Hz),8. 26 ( 
IH, d, J=9.0Hz),8. 19 (IH, d, 
J=1.8Hz),8. 13(lH,brs),8. 
08-7. 96(2H,m),7. 73 (2H, d. 
J=9. OHz) , 7. 57-7. 43 (6H, m) 
, 7. 24 (2H, d, J=9. OHz) , 5. 14 
(2H,s),4. 36(lH,m),2. 38-2 
. 18(2H,m),2. 12-1. 97 (2H, m 
), 1.93-1. 80 (2H,m), 1.73-1 
.58(lH,m), 1.52-1. 20 (3H,m 


CI 


>9 0% (NMR) 


MS 580 (M+l) 




mm®m-% 263 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
12. 85(lH,brs),8. 72(lH,d, 
J=4. 8Hz),8.22(lH, s),8. 14 
(IH, d, J=6. 3Hz) , 8. 03and7. 
76 (4H, ABq, J=8. 6Hz) , 7. 93a 
nd7.85(2H, A'B' q, J=8.6Hz) 
, 7. 60and7. 15 (4H, A"B*q, J= 
8. 7Hz),7. 55 (IH, dd, J=6. 3, 
4. 8Hz),5. 19 (2H, s), 4. 26(1 
H, brt, J=12. 6Hz) , 2. 35-2. 1 
8 (2H, brm) , 1. 95-1. 77 (4H, b 
rm), 1.70-1. 60 (IH, brm), 1. 
45-1. 15 (3H, brm) 


0 

HO— # 


> 9 0% (NMR) 


MS 548 (M+l) 



328 



WO 01/47883 



PCT/JP00/09181 



0: 190 



mmmm^ 


264 


1H NMR( 6 ) ppm 




CI 

KKKh 


300MHz, DMS0-d6 
8. 23 (1H, d, J=1.0Hz),7.92( 
1H, dd, J=8. 7, 1.0Hz),7. 87 ( 
lH,d,J=8. 7Hz),7. 60(2H,d, 
J=8.6Hz),7. 47 (2H, d,J=8. 7 
Hz) , 7. 44 (2H, d, J=8. 7Hz) , 7 
.30<1H, d,J=8. 3Hz),7.23(l 
H, d, J=2.6Hz),7. 11 (2H, d, J 
=8. 7Hz) , 7. 06 (1H, dd, J=8. 7 
,2.6Hz),5.04(2H, s),4. 36 ( 
lH,m),3. 83 (3H, s), 2. 80-2. 
70(4H,m).2. 60-2. 40(2H,m) 


> 9 0% (NMR) 


MS 


586,588(M+1) 


,2. 30-2. 20(2H,m) 



mit&m&w 265 


1H NMR(S) ppm 

300MHz, DMS0-d6 
8. 30(lH,d, J=1.5Hz),8. 25 ( 
1H, d, J=9. 1Hz) , 8. 03 (1H, dd 
, J=8. 7, 1.5Hz), 7. 76-7. 96 ( 
3H, m),7. 55-7. 49(5H,m),7. 
42 (1H, d, J=7. 6Hz),7. 23 (2H 
,d, J=8. 7Hz),5. 15(2H.s),4 
.35(lH,m),3. 01 (3H,s),2.9 
7(3H, s),2. 37-2. 20(2H,m), 
2. 09-1. 97 (2H, m) , 1. 94-1. 8 
l(2H,m), 1. 72-1.60(lH,m), 
1.50-1. 21 (3H, m) 


01 


> 9 0% (NMR) 


MS 608 (M+l) 




266 


1H NMR(S) ppm 

300MHz, DMS0-d6 
8. 27(lH,d, J=1.5Hz),8. 20 ( 
1H, d, J=9. 0Hz) , 8. 00 (1H, dd 
,J=8.6, 1.5Hz),7. 82 (2H, d. 
J=8. 2Hz) , 7. 76-7. 65 (5H, m) 
,7. 56(lH,dd,J=7. 9,1.8Hz) 
,7.47(1H, d, J=7. 5Hz),7. 20 
(2H,d, J=8. 6Hz),5. 16 (2H, s 
),4. 32(lH,m),3.02(3H,s), 
2. 98 (3H, s), 2. 38-2. 19 (2H, 
m) , 2. 07-1. 95 (2H, m) , 1. 93- 
1. 80(2H,m), 1.72-1. 58 (1H, 
m), 1. 52-1. 18(3H,m) 




ffi^ > 9 0% (NMR) j 


MS 642 (M+l) 
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IH NMR(6) ppm 


s 

6 " >< 


300MHz, DMSO-d6 

8. 34(2H,m),8. 03 (IH, d,J=8 

3Hz) 7 77-7 68 (3H m) 7 
54-7.40(4H,m),7. 33 (2H, d, 
J=8. 6Hz) , 7. 24 (2H, d, J=9. 0 
Hz), 5. 16 (2H, s),4. 36(lH.m 
),3. 01 (3H, s),2. 97 (3H, s), 
2.40-2. 20(2H,m), 2. 11-1.9 
7(2H,m), 1.93-1. 81 (2H,m), 
1.71-1. 60 (lH,m), 1. 50-1.2 


> 9 0% (NMR) 


1 (3H, m) 


MS 620 (M+l) 





mm^m-^r 268 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 67-8. 59(lH,m),8.30(lH, 
s) , 8. 13-8. 20 (2H, m) , 8. 02- 
7. 92 (2H, m),7. 65(lH,t, J=8 
.3Hz),7. 56-7. 45(5H,m),7. 
18 (IH, dd, J=12. 0, 2.2Hz),7 
• 05(1H, dd, J=8. 6, 2.2Hz),5 
.14(2H, s),4. 09(lH,m),2.8 
2(3H, d. J=4. 5Hz),2. 34-2. 1 
2(2H,m), 1.99-1. 79(4H,m), 
1. 71-1.59(lH,m), 1.49-1.2 
I (3H, m) 


01 

0 HOI p (\ 


W# > 9 0% (NMR) 


MS 612 (M+l) 



nm&m^ 269 


IH NMR( S ) ppm 

300MHz, DMS0-d6 
8. 29 (IH, s),8. 13 (IH, d, J=9 
.0Hz),7.97(lH,dd,J=8. 6, 1 
.5Hz),7.71(lH, d,J=l. 8Hz) 
,7. 63(lH,t, J=8. 2Hz),7. 56 
-7.41(6H,m),7. 17 (IH, dd, J 
=12. 0,2.2Hz),7. 03 (IH, dd, 
J=8. 2, 1.8Hz),5. 14(2H,s), 
4. 15-4.00(lH,m),3.01(3H, 
s),2. 98 (3H, s),2. 32-2. 13 ( 
2H,m)l. 95-1. 79(4H,m), 1. 7 
2-1. 59(lH,m), 1.45-1.21(3 
H,m) 


CI 


> 9 0% (NMR) 


MS 626 (M+l) 
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270 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 24 (IH, d,J=1.4Hz),8. 19 ( 
lH,d, J=1.8Hz),8. 11 (IH, to- 
sh 8. 02-7. 85(3H,m),7. 60- 
7. 44 (7H, m) , 7. 10 (IH, dd, J= 
12. 0, 2. lHz),6. 98 (IH, dd.J 
=8. 4, 2. lHz),5. 11 (2H, s),3 
.98(lH,m),2. 30-2. 12(2H,m 
), 1.91-1. 73 (4H,m), 1.71-1 
. 58 (lH,m), 1.45-1. 15(3H,m 


ct 

0 H01 F / — \ 

V^y 0 


>9 0% (NMR) 


MS 598 (M+l) 



nrnmm^ 271 


IH NMR (6 ) ppm 

300MHz, DMS0-d6 
8. 29 (IH, d, J=1.5Hz),8. 24 ( 
IH, d, J=8. 7Hz),8. 07-7. 98 ( 
3H,m), 7. 80-7.68(5H,m),7. 
56 (IH, dd, J=8. 0, 1.8Hz),7. 
47 (IH, d, J=8. OHz) , 7. 21 (2H 
,d. J=8.4Hz),5. 18 (2H, s),4 
.34(lH.m),3. 27(3H.s),3.0 
2(3H, s),2. 98(3H,s),2. 38- 
2. 18(2H,m),2. 10-1. 95 (2H, 
m), 1. 93-1.79(2H,m), 1.72- 
1.59(lH,m), 1.50-1. 19 (3H, 
m) 


0 HOI 

6 >< 


MS >9 0% (NMR) 


MS 652 (M+l) 



212 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 97 (IH, d, J=l. 8Hz) , 8. 85 ( 
lH,d, J=4. 7Hz),8. 46(lH,d. 
J=8. OHz) , 8. 39-8. 26 (2H, m) 
,8.06(1H, d, J=8. 7Hz),7.99 
-7.64(6H,m),7. 24(2H,d,J= 
8. 7Hz),5. 25 (2H. s),4. 36(1 

H. m),3.03(3H, s),2. 97 (3H, 
s),2. 39-2. 19(2H,m),2. 14- 

I. 96(2H, in) , 1. 94-1. 78 (2H, 
m),l. 73-1. 60(lH,m), 1.21- 
1. 55(3H,m) 


0 CIH /=\ HCI 

6 >< 


>9 0% (NMR) 


MS 575 (M+l) 
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273 




>9 0% (NMR) 



MS 



645 (M+l) 



1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 30 (1H, s),8. 27 (1H, d, J=8 
.7Hz),8. 05(lH,d,J=8.7Hz) 
,7. 77-7. 67(3H,m).7.58-7. 
48 (6H, m),7. 22 (2H, d, J=8. 4 
Hz), 5. 18 (2H, s),4. 35(lH,b 
rt, J=9. 8Hz) , 3. 06-2. 88(12 

H, brm), 2. 38-2. 20 (2H, brm) 
, 2. 08-1. 96 (2H, brm) , 1. 90- 

I. 80(2H,bmi), 1.70-1.60(1 
H,bnn), 1. 49-1. 22 (3H, brm) 



mm 


m^r 274 


1H NMR( 5) ppm 




300MHz, DMS0-d6 
mixture of cis and trans 
8. 35, 8. 34 (1H, s),8. 15-8.1 
0(2H,m),7. 79-7.70(3H,m), 
7. 49 (2H, d, J=8. 7Hz) , 7. 44 ( 
2H,d, J=8. 7Hz),7.3l(lH,d, 
J=8. 4Hz), 7. 25-7. 19(2H,m) 
,7.07(lH,d, J=8. 5Hz),5.08 
(2H, s),4. 75(lH,m),3.83(3 
H,s),3. 70-1.90(8H,m) 


Jfft8 0% (NMR) 




MS 


601 (M+l) 





275 




MS 



> 9 0% (NMR) 



617 (M+l) 



1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 33 (1H, s),8. 13 (1H, d,J=7 
.5Hz),7. 93 (1H, d, J=8.8Hz) 
. 7. 74(2H,d,J=8. 7Hz),7. 49 
(2H, d,J=8.6Hz),7. 44(2H,d 
, J=8. 6Hz) , 7. 31 (1H, d. J=8. 
5Hz),7. 25-7. 15(3H,m),7.0 
7(lH,d, J=8. 5Hz),5. 08 (2H. 
s),4.98(lH, m),3.83(3H,s) 
, 3. 65-3. 45 (2H, m) , 3. 30-3. 
10 (2H, m),3. 00-2. 75(2H,m) 
,2.60-2. 30(2H,m) 
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mm&m^ 276 


IH NMR(d) ppm 

300MHz, DMS0-d6 
8. 25 (IH, s),7. 93and7. 87(2 
H, ABq, J=9. lHz),7. 55(lH,t 
, J=8. 6Hz) , 7. 48and7. 42 (4H 
,A'B' q, J=8. 6Hz),7.31(lH, 

A T-Q CM»\ 7 OA(m A T=9 

.6Hz),7. 09-€. 95(3H,m),5. 
05 (2H, s),4. lKlH.brt, J=l 
4.0Hz),3.84(3H, s),2. 83-2 
.67(4H,brm),2.50-2. 32 (2H 
,brn0,2.21-2. 10<2H,brm) 


CI 


fcfiS >9 0% (NMR) 


MS 603 (M+l) 




3»fc«#* 277 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
cis and trans mixture 
8. 28and8. 24 (total 
IH, each 

s), 7. 94-7. 87(lH,m),7.60- 
7.4l(5H,m),7.31(lH, d, J=8 
,5Hz),7. 23-7. 21 (IH, m),7. 
12-7. 05 (2H, m) , 7. 00-6. 95 ( 
IH, m) , 5. 06and5. 05 (total 
2H, each 

s),4. 47and4. 34 (total 
IH, each 

brs),3. 83 (3H, s),3. 12-1.7 
6(8H,m) 


Gl 

0 


MS >9 0% (NMR) 


MS 619 (M+l) 




mmmm^r 278 


IH NMR(§) ppm 

300MHz, DMS0-d6 
12.9(1H, brs),8. 27 (IH, s), 
7. 97and7. 74 (2H, ABq, J=8. 6 
Hz), 7, 58 (IH, t, J=8.6Hz),7 
. 49and7. 43 (4H, A' B' q, J=8. 
5Hz),7.3l(lH, d, J=8. 5Hz), 
7. 22 (IH, d. J=2. 6Hz) , 7. 13- 
6. 92 (3H, m),5. 05 (2H. s),4. 
67 (IH, brt, J=14. 2Hz) , 3. 57 
-3. 40 (2H, brm) , 3. 20-3. 05 ( 
2H, brm) , 2. 91-2. 70 (2H, brm 
),2. 28-2. 11 (2H, brm) 


o"*° 


>9 0% (NMR) 


MS 635 (M+l) 
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279 


IH NMR(S) ppm 


0 

H0'^Y^ S 


01 

HOI / \ 


300MHz, DMS0-d6 
8. 30 (IH, s),8. 23(lH,d, J=8 
. 7Hz) , 8. 06-8. 00(2H,m),7. 
83(lH,dd, J=8. 0, 1.8Hz),7. 
71 (2H, d, J=8. 4Hz) , 7. 64 (IH 
, d. J=8. 0Hz) , 7. 59-7. 54 (4H 
,m),7. 22(2H,d, J=8.4Hz),5 
.25 (2H. s),4. 33(lH.m),2.6 
6(3H, s),2.66(3H,s),2. 37- 
2. 19(2H,m),l. 93-1. 80 (2H, 
m), 1. 70-1. 59(lH,m), 1. 47- 
1.21(3H,m) 


>9 0% (NMR) 


MS 


644 (M+ 1) 








280 


IH NMR( 8 ) ppm 


0 


01 

HOI 

xSr ^""V 

6 


300MHz, DMS0-d6 
8. 32-8. 23 (3H, m) , 8. 08-8. 0 
1 (2H, m) , 7. 73 (2H, d, J=8. 6H 
z),7. 65 (IH, d. J=8.2Hz),7. 
59-7. 51 (4H. m) , 7. 25 (2H, d, 
J=8. 6Hz) , 5. 21 (2H, s) , 4. 34 
(lH,m),3. 32 (3H, s),2. 37-2 
. 19(2H,m),2. 10-1. 98(2H,m 
), 1. 93-1. 80(2H,m), 1.71-1 
.60(lH,m), 1.51-1. 21 (3H,m 


> 9 0% (NMR) 


MS 


615 (M+l) 








281 


IH NMR( 8 ) ppm 


0 


CI 

HOI , / \ 


300MHz, DMS0-d6 
8. 30 (IH, d, J=l. 5Hz),8. 24 ( 
IH, s),8. 14 (IH, d,J=8. 6Hz) 
,8. 07-7. 95(2H,m),7.63(lH 
,t, J=8.6Hz),7. 57-7. 47 (5H 
,m),7. 16 (IH, dd, J=12. 0, 2. 
2Hz),7.03(lH, dd,J=8. 6, 2. 
2Hz),5. 17(2H.s),4. 06 (IH, 
m),3. 90 (3H, s), 2. 31-2. 11 ( 
2H,m), 1.97-1. 78(4H,m), 1. 




>9 0% (NMR) 


71-1.59(lH, m), 1.43-1. 22 ( 
3H, m) 


MS 


315 
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1H NMR( 6 ) ppm 




01 

HOI / \ 

XKK>) 

o 


300MHz, DMS0-d6 
8. 36 (1H, s),8. 35 (1H, d, J=9 
.3Hz),8.09(lH, d, J=9.3Hz) 
,7. 78 (2H, d.J=8. 7Hz),7.48 
-7. 25(9H,m),5.09(2H, s),4 
.39(lH,m),3.04(6H,s),2.4 
0-2. 15(2H,m),2. 10-1.95(2 
H,m), 1.90-1. 75(2H,m),1.7 
0-1. 55(lH,m), 1.50-1. 20(3 
H,m) 


mm 


> 9 0% (NMR) 




MS 


580 (M+l) 





nmm&& 283 


1H NMR( 8 ) ppm 

300MHz, DMS0-d6 
10.03(lH,s),8. 33 (1H, s),8 
.29(1H, d, J=8. 7Hz),8. 06(1 
H,d, J=9.0Hz),7.74(2H, d.J 
=9.0Hz),7.51-7.42(5H,m), 
7. 37-7. 30(2H,m),7. 22 (2H, 
d, J=8. 7Hz) , 5. 10 (2H, s).4. 
37(lH,m),3. 06 (3H, s),2. 40 
-2. 18 (2H, m) , 2. 15-1. 95 (2H 
,m), 1.90-1. 80 (2H,di), 1. 75 
-1.55(lH,m), 1.50-1. 20 (3H 
,m) i 


01 

0 HCI 


^ >9 0% (NMR) 


MS 630 (M+l) 




nmmm^ 284 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 30 (1H, s),8. 14(lH,d, J=8 
. 7Hz) , 7. 97 (1H, d. J=8. 7Hz) 
,7.96-7. 41(8H,m).7. 16 (1H 
,dd, J=12.4, 2. 2Hz),7. 03(1 
H, dd, J=8. 4, 2. 2Hz),5. 15(2 

H, s),4. 15 (1H, m),3. 54-3. 1 
6(4H,m),2. 33-2. 13(2H,m), 

I. 97-1. 79 (4H,m),l. 70-1.0 
2(9H,m) 


01 


> 9 0% (NMR) 


MS 654 (M+l) 
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IH NMR( 8 ) ppm 

300MHz, DMSO-d6 
8. 37(lH,d, J=7.3Hz),8. 30 ( 
IH, s),8. 19-8. 12(2H,m),8. 
02-7. 95(2H,m),7.65(lH,t. 
J=8. 4Hz).7 56-7 43 (5H m) 
,7. 18 (IH, dd, J=12. 0, 1. 8Hz 
),7. 06(lH,dd, J=8. 4,2. 1Hz 
),5. 13 (2H, s),4. 22-4.03(2 
H,m),2. 34-2. 13(2H,m), 1.9 
9-1. 78(4H,m), 1.72-1.57(1 
H, a), 1.44-1. 14(3H,m), 1.2 
0, 1. 18 (6H, each s) 


CI 


^ >9 0% (NMR) 


MS 640 (M+l) 





286 


IH NMR( 8 ) ppm 


0 HCI 

t 


CI 


300MHz, DMS0-d6 
8. 29 (IH, s),8. 13(lH,d, J=8 
.7Hz),7. 97 (IH, dd, J=8. 7,1 
. 4Hz) , 7. 69-7. 40 (8H, m) . 7. 
16 (IH, dd,J=12. 0, 2. 2Hz),7 
.02(1H, dd, J=8. 4, 2.2Hz),5 
. 15 (2H, s),4. 07(lH,m),3. 7 
1-3. 23 (2H,m), 1.98-1. 71(4 
H, m), 1.71-1. 18(10H, m) 


mm 


> 9 0% (NMR) 




MS 


666 (M+l) 





mmw** 287 


IH NMR( 8 ) ppm 


01 


300MHz, DMS0-d6 
8. 29 (IH, s),8. 13 (IH, d, J=8 
.0Hz), 7. 97(lH,d, J=8.4Hz) 
, 7. 83 (IH, s) , 7. 68-7. 41 (7H 
,m),7. 17 (IH, d, J=12. OHz), 
7.03(1H, d, J=8.4Hz),5. 15 ( 
2H, s),4. 07(lH,m),3.58-3. 
41(4H,m),2. 34-2. 13(2H,m) 
,1.97-1. 77(8H,n>), 1.71-1. 
58 (IH, m) , 1. 49-1. 18 (3H, m) 


mm > 9 0% (NMR) 




MS 652 (M+l) 
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mmm^ 288 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.62(lN,m),8.31(lH, s),8. 
22-8. 14 (2H, m) , 8. 99 (2H, d, 
J=8.7Hz),7.66(lH,t.J=7.7 
Hz) , 7. 58-7. 44 (5H, m) , 7. 19 
(lH,dd, J=8. 7, 2. 2Hz),5. 14 
(2H,s),4. ll(lH,m),3. 67-3 
.49(2H,ra),3. 45-3. 30(2H,m 
) , 2. 37-2. 12 (2H, m) , 2. 00-1 
.76(4H,m), 1.70-1. 58 (lH,m 
), 1.48-1. 17(3H,m) 


CI 

0 HCI F (i\ 

OH 


> 9 0% (NMR) 


MS 642 (M+l) 




mffi&m* 289 


IH NMR( 6 ) ppm 

400MHz, DMS0-d6 I 
8. 28(lH,s),8. 11 (IH, d, J=8 
.9Hz),7. 96(lH,d,J=8. 9Hz) 
,7. 68 (IH, s),7. 62 (IH, t, J= 
8.2Hz),7. 55-7. 41 (6H, m) , 7 
. 15(lH,d, J=11.7Hz),7. 02 ( 
IH, d, J=8. 4Hz),5. 14 (2H, s) 
,4. 12-3. 13 (6H,m), 2.30-1. 
19(13H,m) 


01 

0 HOI f \^ 

r M O 0H 


MS >9 0% (NMR) 


MS 682 (M+l) 



290 




N 0 



> 9 0% (NMR) 



MS 



668 (M+l) 



IH NMR( 5 ) ppm 

400MHz, DMSO-d6 
8.29(1H, s),8. 15(lH,d, J=8 
.6Hz),7. 98 (IH, d, J=8.8Hz) 
,7. 72 (IH, s),7.64(lH, t. J= 
8.8Hz), 7. 57-7. 43 (6H,m).7 
. 18<lH,dd,J=12. 1,2. 1Hz), 
7. 03(lH,d, J=10. 7Hz),5. 12 
(2H,s),4. 15-4.01(lH,m),3 
.75-3. 33(8H,m),2.31-2. 14 
(2H, m) , 1. 96-1. 78 (4H, m) , 1 
.70-1. 58(lH,m), 1.47-1.21 
(3H, m) 
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mmm* 291 


IH NMR( 6 ) ppm 

400MHz, DMS0-d6 
8. 29 (IH, s),8. 14 (IH, d,J=8 
.9Hz),7. 97(lH,d, J=8.6Hz) 
,7.71(1H, s),7. 63 (IH, t, J= 
8. 2Hz) , 7. 56-7. 42 (6H, m) , 7 
. 17 (IH, d, J=12.3Hz),7. 03 ( 
IH, d, J=10. 7Hz),5. 14(2H,s 
),4. 07(lH,ro),3. 96-3. 52(4 
H,m),2. 79-2.56(4H,m),2. 3 
2-2. 14(2H,m), 1.97-1. 79(4 
H,m), 1.71-1. 58 (lH,m), 1.5 
1-1. 19(3H,m) 


CI 


>9 0% (NMR) 


MS 684(M+1) 



mmm^ 292 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
9. 07-8.99(lH,m),8. 30 (IH, 
s), 8. 23-8. 12(2H,m),8. 04- 
7. 95(2H,m),7. 65(lH,t. J=8 
.2Hz),7. 60-7. 45(5H,m),7. 
19 (IH, dd, J=12. 0, 2.6Hz),7 
.06(lH,dd, J=8. 6, 2.2Hz),5 
. 16 (2H, s),4. 18-4. 02(lH,m 
),3.97(2H,d. J=6. 0Hz),2.3 
3-2. 14 (2H, m) , 1. 99-1. 79 (4 
H,m),l. 72-1.59(lH,m),1.4 
5-1. 19(3H,m) 


01 

0 hci p £r*k 

OH 


> 9 0% (NMR) 


MS 656 (M+l) 




293 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6:8. 21 (IH, s 
) , 7. 94and7. 86 (2H, ABq, J=8 
. 6Hz) , 7. 72 (IH, d, J=2. 4Hz) 
,7. 59and7. 11 (4H, A'B'q, J= 
8. 9Hz),7. 53 (IH, dd, J=8. 4, 
2. 4Hz),7. 38 (IH, d,J=8. 4Hz 
),7. 36and7. 32 (4H, A*B*q, J 
=8. lHz),5. 07 (2H. s),4. 27 ( 
lH,brt, J=13.8Hz),2. 87 (2H 
, t, J=7. 8Hz) , 2. 57 (2H, t, J= 
7. 8Hz) , 2. 35-2. 20 (2H, brm) 
, 1. 96-1. 79 (4H, brm), 1. 68- 
1. 59(lH,brm). 1.47-1. 18(3 

H ? brm) 


0 

£> *' 


> 9 0% (NMR) 


MS 637 (M+l) 
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IH NMR( 5) ppm 

300MHz, 0MSO-d6 

8. 30 (IH, s),8. 25and8. 03(2 

H, ABq, J=8. 9Hz) , 7. 73(lH,s 
),7. 73(2H,d,J=8.6Hz),7.5 
5 (IH, dd, J=8. 0, 2. 3Hz) , 7. 4 
0(4H, s),7. 39(lH,d,J=8.0H 
z),7. 23(2H,d, J=8.6Hz),5. 
11 (2H, s),4. 55 (2H. s),4. 36 
(IH, brt, J=14. 8Hz) , 2. 37-2 
. 19(2H, brm), 2. 09-1. 96 (2H 
,brm), 1.91-1. 79 (2H, brm), 

I. 71-1. 59 (IH, brm), 1.50-1 
.20(3H, brm) 


OH 

0 hci /™ V 


^ >9 0% (NMR) 


MS 567 (M+l) 



%Wm^ 295 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 30 (IH, s), 8. 25and8. 04(2 
H, ABq, J=8. 7Hz) , 7. 74 (IH, s 
) , 7. 72 (2H, d, J=8. 7Hz) , 7. 5 
6(1H, d, J=8. 7Hz) , 7. 48-7. 3 
5(5H,m),7. 22 (2H, d,J=8.7H 
z),5. ll(2H,s),4. 46(2H,s) 
,4. 35(lH.brt, J=14. 8Hz),3 
.31(3H, s),2. 37-2. 17(2H,b 
rm),2.07-1.95(2H,brm), 1. 
92-1. 79 (2H, brm), 1.73-1. 5 
6(1H, brm), 1.52-1. 20(3H,b 
rm) 


0— 

0 HOI {"^ 

o * 


$6£? > 9 0% (NMR) 


MS 581 (M+l) 




3ttfe«#-* 296 


IH NMR ( 5 ) ppm 

300MHz, DMS0-d6 
8.21(1H, d, J=1.5Hz),7.98( 
IH, d. J=l. 2Hz) , 7. 97-7. 91 ( 
2H,m),7. 84 (IH, dd,J=8. 7, 1 
.5Hz), 7. 77 (IH, d, J=2. 1Hz) 
,7. 70(lH,d, J=7. 5Hz).7.60 
-7.54(4H,m),7.43(lH, d, J= 
8. 4Hz) , 7. 09 (2H, d, J=8. 7Hz 
),5.05(2H. s),4.25(lH,brt 
, J=14. 8Hz) , 2. 36-2. 18 (2H, 
brm) , 1. 95-1. 79 (4H, brm) , 1 
.71-1. 6 (IH, brm), 1. 43-1. 1 
8(3H,brm) 


0 

6 - 


>9 0% (NMR) 


MS 581 (M+l) 
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297 


1H NMR(5) ppm 

300MHz, DMS0-d6 
12.7(lH,brs),8. 21 (1H, s), 
7. 94and7. 85 (2H, ABq, J=8. 6 
Hz), 7. 60-7.55(3H,m),7. 49 
and7. 45 (4H, A' B' q, J=8. 3Hz 
),7. 12 (2H, d,J=8. 7Hz), 5.0 
5(2H, s),4. 26(lH.brt, J=13 
,0Hz),2. 54 (3H, s),2. 38-2. 
20 (2H, brm) , 1. 97-1. 80 (4H, 
brm),l. 71-1.59(lH,brm), 1 
.47-1. 20 (3H, brm) 1 


Gt 


#6* > 9 0% (NMR) 


MS 583 (M+l) 



mmm&^ 298 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 22 (1H, s),8.01(lH, s),7. 
95and7. 86 (2H, ABq, J=8. 6Hz 
),7. 79(lH,d, J=7.8Hz),7.5 
8(3H, t, J=7. 5Hz) , 7. 53 (4H, 
s),7. 13 (2H, d, 8. 7Hz),5. 15 
(2H, s),4. 26 (1H, brt,J=13. 
8Hz) , 2. 83 (3H, s) , 2. 37-2. 1 
8(2H, brm), 1.95-1. 78 (4H,b 
rm), 1. 70-1. 59 (1H. brm), 1. 
47-1. 17 (3H, brm) 


CI 


>9 0% (NMR) 


MS 599 (M+l) 




mmmm^ 299 


1H NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 43-8. 16 (3H, m) , 8. 07-7. 9 
4(2H,m),7. 72(2H,d, J=8.6H 
z),7. 62-7.49(5H,m),7. 23 ( 
2H, d, J=8. 6Hz), 5. 16 (2H, s) 
, 4. 34 (1H, m) , 2. 39-2. 20 (2H 
,m),2. 10-1.96(2H,m), 1.93 
-1.80(2H,m), 1. 71-1. 58 (1H 
,m),l. 49-1. 19(3H,m) 


CI 

0 HOt ('S 

6 ^ 


>9 0% (NMR) 


MS 562 (M+l) 
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mmw&-%- 300 


IH NMR(6) ppm 

300MHz, DMS0-d6: 2. 77 (IH, b 
rs),8. 83(2H,d, J=1.9Hz),8 
.56(2H, dd.J=4.9, 1.9Hz),8 
.22(1H, d, J=l. 5Hz),7.97(2 
H, dt. J=7. 9. 1. 9Hz) 7. 95 (1 
H, d, J=8.6Hz),7. 87 (IH, dd, 
J=8. 6, 1. 5Hz),7. 57 (IH, t, J 
=8. 7Hz) , 7. 46 (2H, dd, J=7. 9 
,4.9Hz).7. 26(lH,dd, J=12. 
0, 4.9Hz),7. 14(lH,dd, J=8. 
8,2. 3Hz),6.99(2H, s),3.94 
(IH, brt) , 2. 26-2. 09 (2H, m) 
, 1. 87-1. 73(4H,m), 1. 67-1. 

57 m\ 1 /19-1 iOflU m^ 


o F 


*6S >9 0% (NMR) 


MS 523 (M+l) 




3t*0»#* 301 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 22 (IH, s),7.95(lH, d, J=8 
.7Hz), 7. 87(lH,dd, J=l. 5Hz 
, 9.0Hz), 7. 62 (4H, d,J=8.4H 
z),7. 55(lH,t,J=9. 0Hz),7. 
44 (4H, d, J=8. lHz),7. 20 (IH 
,dd, J=2. 1Hz, 12. 0Hz),7. 11 
(IH, dd, J=2. lHz,8. 7Hz),6. 
86 (IH, s),3. 94(lH,m),2. 96 
,2. 88(12H, s),2. 35-2.00(2 
H.m), 1.95-1. 70 (4H,m), 1.6 
5-1.50(lH,m), 1.45-1. 10(3 
H,m) 


H — 

/ 


>9 0% (NMR) 


MS 663 (M+l) 







302 


IH NMR( 6 ) ppm 




6 cT 


o 


300MHz, DMS0-d6 
8. 14 (IH, s),7.88(lH, d, J=8 
.4Hz),7,68(lH,d,J=8. 7Hz) 
,7.64-7. 55(3H,m),7. 50 (IH 
,t, J=8. 7Hz),7. 22-7. 17 (3H 
,m),7. 11 (IH, s),7. 08-7.00 
(2H,m),3.90(lH,m),2. 15-2 
.00(2H, m), 1.95-1. 50(5H,m 
), 1.45-1. 00 (3H, m) 


>9 0% (NMR) 




MS 


532 (M+l) 
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nmmm^ 303 


IH NMR( 5 ) ppm 
300MHz, CDC13 

8. 49(lH,s),7. 98 (IH, dd, J= 
8. 6, 1. 5Hz),7. 71 (IH, d,J=l 
.8Hz),7.66(lH,d. J=8.6Hz) 
, 7. 55-7. 29 (7H. m) . 6. 80 (IH 
,dd, J=8.2, 2. 2Hz),6. 69 (IH 
,dd,J=ll. 2, 2. 2Hz),4.99(2 
H,s),4. 10-3.92(lH.m),3.9 
5(3H, s),3. 15(3H,s),3. 06 ( 
3H. s), 2. 31-2. 14(2H,m),2. 
04-1.86(4H,m), 1.81-1. 71 ( 
lH,m), 1. 41-1. 21 (3H, m) 


01 

6 >< 


*6S >9 0% (NMR) 


MS 640 (M+l) 



mrnvm^- 304 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8.21(1H, s),7.94(lH, d, J=8 
.7Hz),7. 84 (IH, d, J=9. 1Hz) 
,7. 70(lH,s),7.26-7.39(9H 
,m),7. 11 (2H, d, J=8.4Hz),5 
. ll(2H,s) 1 4.26(lH,m),3.0 
1(3H, s),2. 97(3H,s),2. 38- 
2. 19(2H,m), 1.97-1. 78 (4H, 
m), 1. 72-1. 57(lH,m),l. 48- 
1. 17(3H,m) 




> 9 0% (NMR) 


MS 608 (M+l) 




mmm^ 305 


IH NMR( 8) ppm 

300MHz, DMS0-d6 
8. 24 (2H. s),8. 03 (IH, d, J=8 
.0Hz),7. 96(lH,d, J=8. 8Hz) 
,7. 87 (IH, d.J=9. lHz),7.60 
-7.46(6H,m).7. 09 (IH, dd, J 
=12. 0, 1.8Hz),6. 97(1H, dd, 
J=8. 4, 1.8Hz),5. 16 (2H, s), 
3. 97(lH,m),2.31-2. 11 (2H, 
m), 1.92-1. 73(4H,m), 1.70- 
1. 57 (lH,n>), 1.46-1. 13 (3H, 
m) 


CI 


#6* >9 0% (NMR) 


MS 599 (M+l) 
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mm&m^ 306 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
12. 84(lH,brs),8.21(lH, s) 
,7. 98-7. 84(5H,m),7. 58 (2H 
,d, J=8. 7Hz),7. 54 (2H, d, J= 
7.8Hz),7. 34(lH,,d, J=8. 7H 
z),7. 26 (1H, d, J=2.4Hz),7. 
13-7. 06(3H,m),5. 06(2H.s) 
,4. 26(lH.brt, J=12. 7Hz),3 
.84(3H, s),2. 36-2. 17(2H,b 
nn) , 1. 99-1. 80 (4H, brm) , 1. 
73-1.59(lH,brm), 1.47-1. 1 
7(3H,brm) 




MS > 9 0% (NMR) 


MS 577 (M+l) 




mmmm^r . 307 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 22(lH,s),8.04(lH, s),7. 
96 (2H, d, J=8. 1Hz) , 7. 87 (2H 
,s),7. 72 (1H, d. J=1.2Hz),7 
.59-7. 41(7H,m),5. 12(2H,s 
),4. 25 (1H, brt,J=11.8Hz), 
3.02(3H, brs),2. 98(3H,brs 
),2. 38-2. 15(2H,brm), 1.93 
-1.76(4H,brm), 1.71-1. 59 ( 
1H, brm) , 1. 46-1. 16 (3H, brm 


0 

6 >< 


>9 0% (NMR) 


MS 617 (M+l) 



Hl£01J#-*§- 308 


1H NMR( 6 ) ppm 


CI 


300MHz, DMS0-d6 
8.27(lH,s),8. 08 (1H, d, J=9 
. 0Hz) , 7. 93 (1H, d, J=8. 7Hz) 
,7.65(2H,d, J=8. 7Hz), 7. 46 
(2H, d, J=8. lHz),7.42(2H,d 
. J=8. 4Hz) , 7. 30-7. 04 (5H. m 
),5.03(2H, s),4. 32(lH,m), 
2. 40-2. 10 (2H,m), 2.05-1. 1 
0(8H,m) 


MS > 9 0% (NMR) | 




MS 552 (M+l) 
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$mw&-%- 309 


IH NMR(S) ppm 


0 HCI 

01 


300MHz, DMS0-d6 

8. 33 (IH, s) , 8. 15and7. 99 (2 

H, ABq, J=8. 9Hz) , 7. 84and7. 
59 (4H, A' B' q, J=8. 3Hz),7. 4 
6 (2H, d, J=8. 4Hz) . 7. 22-7 1 
6(3H,m),7.01-6. 98(2H,m), 
4. 27and4. 23 (2H, A'B'q, J=l 
2.9Hz),3. 78 (3H, s),2. 39-2 
. 21 (2H, brm) , 2. 07-1. 95 (2H 
,brm), 1.91-1. 80 (2H, brm), 

I. 72-1. 59 (IH, brm), 1. 49-1 
. 17(3H,brm) 


>9 0% (NMR) 


MS 




mrnm-^r 310 


IH NMR( 8 ) ppm 

300MHz, DMS0-d6 
8. 33 (IH, s),8. 09and7. 95(2 
H, ABq, J=8. 7Hz) , 7. 87and7. 
7K4H.A' B* q, J=8.0Hz),7.4 
3(2H,d, J=7.8Hz),7. 15 (IH, 
d, J=8. 7Hz),7. 07-7. 02 (4H, 
m) , 4. 66 (2H, s) , 4. 23 (IH, br 
t, J=ll. 8Hz),3. 76 (3H, s),2 
. 38-2. 20 (2H, brm) , 2. 04-1. 
93(2H,brm), 1.89-1. 79 (2H, 
brm), 1.70-1. 59 (IH, brm), 1 
.49-1. 18(3H,brm) 


0 HOI 

CI 


MS > 9 0% (NMR) 


MS 615 (M+l) 




311 


IH NMR(S) ppm 

300MHz, DMSO-d6 
8. 30 (IH, s) , 8. 21and8. 01 (2 
H, ABq, J=8, 7Hz),7. 65(2H,d 
. J=8. 4Hz) , 7. 52-7. 41 (6H, m 
),7. 20 (IH, d, J=8.4Hz),7. 1 
4(1H, d, J=2.7Hz),6. 97 (IH, 
dd, J=8. 4, 2.4Hz),4.31(lH, 
brt, J=9. 8Hz), 4. 28 (2H, s), 
3. 78 (3H, s),2. 37-2. 20 (2H, 
brm) , 2. 07-1. 95 (2H, brm) , 1 
. 92-1. 80(2H, brm), 1. 71-1. 
60(lH,brm), 1. 50-1. 19 (3H, 
brm) 


CI 

0 HCI 


*6S >9 0% (NMR) 


MS 583 (M+l) 
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HWIff 312 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 22(lH,s).8. 12 (1H, d, J=8 
.4Hz),8. 00-7. 84(5H,m),7. 
70 (4H, d,J=8. 4Hz),7. 56 (1H 
, t, J=8. 6Hz) , 7. 23 (1H, d. J= 
12.0Hz),7. 13 (1H, d, J=8.6H 
z),6. 97 (1H, s),3. 92(lH,m) 
F 2. 35-2. 00 (2H,m), 1.95-1. 
70(4H,m), 1. 65-1. 55 (1H, m) 
, 1. 50-1. 05 (3H, m) 


o F 

OH 


MS > 9 0% (NMR) 


MS 609 (M+l) 




rnmmm* 313 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 89 (1H, brs),8. 63(lH,brs 
),8. 24 (1H, s),8. 11 (1H, d.J 
=7. 8Hz),7. 99 (1H, d, J=8. 8H 
z),7. 89(lH,d, J=9.9Hz),7. 
61-7. 55(4H,m),7.43(2H, t, 
J=7. 7Hz),7. 34 (1H, t, J=7. 2 
Hz), 7. 24 (1H, d, J=12.0Hz), 
7. 14 (1H, d, J=8.6Hz),6. 95 ( 
1H, s),3. 96(lH,m),2. 35-2. 
05(2H,m),2. 00-1. 50 (5H, m) 
, 1. 45-1. 10 (3H, m) 


° F 

6 0 


MS > 9 0% (NMR) 


MS 522 (M+l) 



mnwm^ 314 


1H NMR( 8 ) ppm 
300MHz, CDC13 

8.48(1H, d, J=l. 4Hz),8. 05 ( 
1H, d, J=l. 8Hz) , 8. 98 (1H, d, 
J=8. 6Hz) , 7. 82 (1H, d, J=7. 9 
Hz), 7. 66 (1H, d. J=8.6Hz),7 
.55-7. 24(6H,m),6. 78 (1H, d 
d, J=8.6,2. 6Hz),6. 69(lH,d 
d, J=11.6Hz),2. 2Hz),6. 40- 
6.30(lH,m),4. 99 (2H. s),4. 
02 (1H, m) , 3. 95 (3H, s) , 3. 05 
(3H, d, J=4. 8Hz) , 2. 32-2. 13 
(2H,m),2. 03-1.87(4H,m), 1 
.81-1.71(lH,m), 1.46-1.23 
(3H,m) 


CI 


MS >9 0% (NMR) 


MS 626 (M+l) " 
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MMWm^- 503 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 23 (IH, s),7. 76 (IH, d, J=8 
.7Hz),7. 58 (IH, d,J=8. 8Hz) 
,7.51-7. 32(7H,m),7. 17 (2H 
,d, J=8. 7Hz),6. 55 (IH. s),5 
.18(2H, s),4. 75(lH,m),2.3 
5-2. 12(2H,m),2. 10-1. 85(4 
H,m), 1. 80-1.50(2H,m) 


0 

o 


>9 0% (NMR) 


MS 412 (M+l) 




§ft&fe01J#-J§- 701 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 96 (IH, s),8. 50 (IH, s),7. 
77 (2H, d. J=8. 7Hz),7. 50-7. 
40 (4H, m) , 7. 30 (IH, d, J=8. 4 
Hz),7.24(lH,d, J=2. 4Hz),7 
. 16 (2H, d, J=8.4Hz),7. 06(1 
H, dd, J=2. 4Hz, 8. 1Hz) , 5. 06 
(2H. s),4.31(lH, s),3. 83(3 
H, s),2. 80-2. 55 (2H, m),2.0 
0-1. 80(4H,m), 1. 70-1. 55(1 
H,m), 1.40-1. 15(3H,m) 


01 


> 9 0% (NMR) 


MS 568 (M+l) 
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315 


1H NMR( 8 ) ppm 


0 

II 


HCI 

O-C 

6 


CI 


300MHz, DMS0-d6 
8. 84 (2H. d, J=6. 3Hz) , 8. 28 UH 
, s) , 8. 17and7. 99 (2H, ABq, J=8 
. 7Hz) , 7. 87-7. 85 (3H, m) , 7. 70 
-7. 50 (3H, m) , 7. 52 (1H, d, J=8. 

onZ/i /. loUn, Q, J— o. inZ/ , 0. 
22 (2H. s)4.3l(lH,br 
t, J=12. 5Hz) , 2. 36-2. 18 (2H, m 
),2. 03-1. 78<4H.m), 1.70-1. 5 
8 (mm), 1.50-1. 23 (3H,m) 


mm 


>9 0°A 


> (NMR) 




MS 


538 (M+l) 





mmm^ 316 


1H NMR(6) ppm 

300MHz, DMSO-d6 

9. 23 (1H, t, J=6. 3Hz) , 8. 29 (1H, 

s) , 8. 25-8. 22 (2H, m) , 8. 03 (2H, 

d. 3=7. 9Hz) , 7. 55-7. 48 (5H, m) 7 

. 34 (4H, d, J=4. 4Hz) , 7. 28-7. 22 

(3H, m) , 5. 15 (2H, s) , 4. 52 (2H, d 

, J=5.9Hz),4. 35(lH,br 

t, J=12. 1Hz) , 2. 37-2. 18 (2H, m) 

,2. 08-1. 95 (2H,m), 1.91-1. 79 ( 

2H,n),l. 

72-1. 59(1H. m) , 1. 47-1. 19 (3H, 
m) 


01 

0 HOI 4^ 


MS >9 0% (NMR) 


MS 670 (M+l) 




mm®m^ 317 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 59 (1H, t. J=5. 5Hz) , 8. 28 (1H, 
s) , 8. 21and8. 01 (2H. ABq, J=8. 8 
Hz) , 8. 16 (1H, s) , 7. 97and7. 46 ( 
2H, A' B' q, J=8. 0Hz) , 7. 7land7. 
23 (411, A B'q, J=8. 7Hz) , 7. 53an 
d7. 49 (4H. A*' B" q. J=9. 2Hz) , 5 
. 14(2H,s),4. 34 (lH.br 
t, J=12. 8Hz) , 3. 14 (2H, t, J=6. 3 
Hz) , 2. 38-2. 18 (2H, m) , 2. 07-1. 
78 (4H, m) , 1. 78-1. 47 (7H. m) , 1. 
47-1. 07 (6H, in), 1. 03-0. 83 (2H, 
m) 


CI 


MS > 9 0% (NMR) 


MS 676 (M+l) 
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31 8 


1H NMR( 6 ) ppm 

300MHz, DHS0-d6 9. 63 
(1H, t, J=4. 8Hz) . 8. 86and7. 97 ( 
4H, ABq, J=6. 6Hz) , 8. 30 (1H, s) , 
8. 27 (1H, s) , 8. 23and8. 03 (2H, A 
' B' q, J=8. 8Hz) , 8. 09and7. 54(2 
H, A B"g. J=8. 1Hz) , 7. 73and7. 2 
4 (4H, A B" q, J=8. 8Hz) , 7. 54a 
nd7. 52 (4H, A""B""q, J=8. 8Hz) , 
5. 16 (2H, s) 4. 78 (2H, d, J=5. 6Hz 
),4.35 (lH.br 

t, J=ll. 0Hz) , 2. 39-2. 19 (2H, m) 
,2. 07-1.96(2H.m), 1.91-1. 78 ( 
2H, m) , 1. 70-1. 57 (1H, m) 1. 50-1 
.19(3H,m). 


CI 


> 9 0% (NMR) 


MS 671 (M+l) 





319 


1H NMR(8) ppm 




CI 


300MHz, DMS0-d6 

8. 28 (1H, s) , 8. 24and8. 03 (2H, A 

Bq, J=9. 0Hz) , 7. 77 (1H, s) , 7. 70 

(2H, d, J=8. 4Hz). 7. 64-7. 10(13 

H, m) , 5. 16 (2H, s) , 4. 74and4. 57 

(total 2H, each br 

s),4.34(lH,br 

t, J=l 1. 7Hz) , 2. 90 (3H, s) , 2. 35 
-2. 17 (2H, m) , 2. 07-1. 93 (2H, m) 
, 1.93-1. 78 (2H,m), 1.71-1. 57 ( 
lH,m), 1.51-1. 19(3H,m) 


> 9 0% (NMR) 




MS 


684 (M+l) 





WJ## 320 


1H NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 94and8. 06 (4H, ABq, J=6. 8Hz) 
, 8. 33 (1H, s) , 8. 28and8. 05 (2H, 
A' B' q, J=8. 7Hz) , 7. 80 (1H, s) , 7 
. 73and7. 22 (4H, A'B'q, J=8. 7Hz 
) , 7. 63and7. 57 (2H, A B" q, J= 
7.9Hz),5. 30 (2H, s),4. 34(lH,b 
r 

t, J=12. 1Hz) , 3. 04 (3H, s) , 2. 97 
(3H,s),2. 38-2. 18(2H,m),2. 10 
-1. 96 (2H. m) . 1. 93-1. 80 (2H, m) 
, 1. 72-1. 58 (1H, m) , 1. 52-1. 08 ( 
3H,m) 


Nssv 

6 >< 


> 9 0% (NMR) 


MS 575 (M+l) 
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mmmm* 321 


1H NMR( 6 ) ppm 


a 

O 2HCI / \ 


300MHz, DMS0-d6 
11. 19 (lH.br 

s) , 8. 31 (1H, s) , 8. 23and8. 02 (2 
H, ABq, J=9. 0Hz) .7.77 (1H, s) , 7 
. 72and7. 23 (4H, A' B* q, J=8. 7Hz 
) . 7. 59and7. 48 (2H, A B"q, J=7. 
9Hz) , 7. 53and7. 51 (4H, A** B" q 
, J=9. 0Hz) , 5. 16 (2H, s) , 4. 72-2 
.97(8H,br m), 4. 34 (1H, br 
t, J=12. 1Hz) , 2. 79 (3H, s) , 2. 38 
-2. 1 7 (2H, m) , 2. 07-1 . 93 (2H, a) 


> 9 0% (NMR) 


. 1. 93-1. 78 (2H, m) , 1. 69-1. 58 ( 
lH.m), 1.50-1. 10(3H.m) 


MS 663 (M+l) 






0£&£09#-J§- 322 


1H NMR( S ) ppm 


CI 

O 2HCI (~\ 


300MHz, DMS0-d6 
9. 64 (1H, t, J=5. 7Hz) , 8. 91 (1H, 
s) , 8. 81 (1H, d, J=4. 9Hz) , 8. 48 ( 
1H, d, J=7. 9Hz) , 8. 32 (1H, s) , 8. 
27 (1H, d, J=9. 0Hz) , 8. 25 (IH, s) 
, 8. 07-7. 97 (3H, m) , 7. 74and7. 2 
5 (4H, ABq, J=8. 9Hz), 7. 56-7. 49 
(5H, n) , 5. 16 (2H, s) , 4. 69 (2H, d 
, J=5.6Hz),4.36(lH, br ' 
t, J=12. 4Hz) , 2. 37-2. 20 (2H, m) 
, 2. 09-1. 97 (2H, m), 1. 91-1. 78 ( 


>9 0% (NMR) 


2H,m), 1.70-1.57(lH,a).1.5O- 
1.17(3H,o) 


MS 671 (M+l) 






MMM^^r 323 


1H NMR( 6 ) ppm 


a- 

0 2hci %r™^ 


300MHz. DMS0-d6 
9. 52 (1H, t, J=6. 0Hz) , 8. 72 (1H, 
d, J=5. 3Hz). 8. 30-8. 19 (4H, m) , 
8. 08 (1H, d, J=7. 9Hz) , 8. 02 (1H, 
d, J=7. 6H2) . 7. 77-7. 64 (4H, m) , 
7. 57-7. 49 (5H, m) . 7. 24 (2H. d, J 
=8. 7Hz),5.16(2H,s),4. 77 (2H, 
d. J=5. 6Hz) , 4. 34 (1H. t. J=12. 8 
Hz) , 2. 36-2. 19 (2H, m) , 2. 07-1. 
95 (2H,m), 1.91-1. 78 (2H.to),l. 
69-1.59<lH,m), 1. 45-1. 20(3H, 
m) 


mm >9 0% (nmr) 


MS 671 (M+l) 
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$$:MM&f§r 324 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 36 (IH, d, J=7. 9Hz) , 8. 30 (IH, 
s) , 8. 28and8. OS (2H, ABq, J=8. 8 
Hz) , 8. 16 (IH, s) , 7. 79and7. 46 ( 
2H, A" B' q, J=8. 3Hz) , 7. 74and7. 

OK (All A^R^n T— O QU™^ 7 CO«w« 

d7. 50 (4H. A" B" q, J=8. 7Hz) . 5 

. 14(2H, s),4. 36(lH,br 

t, J=12. lHz),3.80(lH,br 

s) , 2. 39-2. 18 (2H, m) , 2. 10-1. 9 

8 (2H, m) , 1. 93-1. 57 (8H, m) , 1. 4 

9-1.04(8H,m) 


CI 

O HCI / == \ 


> 9 0% (NMR) 


MS 662 (M+l) 




mm&m-%- 325 


IH NMR( 5 ) ppm 

300MHz, DMS0-d6 
8. 86 (IH, t, J=6. 0Hz), 8. 84and8 
. 00 (4H, ABq, J=6. 6Hz) , 8. 33 (IH 
, s) , 8. 27and8. 04 (2H, A' B' q, J= 
9. 0Hz) , 8. 12 (IH, s) , 7. 92and7. 
46 (2H, A"B*q, J=7. 9Hz) , 7. 74an 
d7. 23 (4H, A* B" q, J=9. 0Hz) , 7 
. 53and7. 49 (4H. A^B^'q, J=9. 1 
Hz),5.13(2H,s),4. 36 (lH.br 
t, J=12. 8Hz) , 3. 70 (2H, td, J=6. 
8, 6. 0Hz) , 3. 21 (2H, t, J=6. 8Hz) 
, 2. 38-2. 20 (2H, m) , 2. 09-1. 95 ( 
2H, m) , 1. 91-1. 77 (2H, m) , 1. 70- 
1.59UH, m), 1.49-1. 20 (3H,m) 


J 2 HQ / \ 


> 9 0% (NMR) 


MS 685 (M+l) 



mmmm^ 326 


IH NMR( 6 ) ppm 


0 

hoA h 




O 

N— 

/ 


300MHz, DMS0-d6 
12. 80 (IH, brs) , 8. 23 (IH, s) , 7. 
90 (IH, d, J=8. 7Hz) , 7. 83 (IH, d, 
J=8. 7Hz) , 7. 60-7. 50 (5H, m) , 7. 
39 (2H, d, J=7. 8Hz) , 7. 23-7. 10 ( 
3H, m) , 7. 05 (IH. d, J=7. 8Hz) , 6. 
85 (IH, s),3. 94(lH,s),2. 97,2. 
88 (6H, s) , 2. 30-2. 10 (2H, m) , 1 . 
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2- (4-^>W + i/7xr;i/) - 1 P^>^-;i/-N, N-£*^ 
2- (4-^>W^i'7ir;i/) - 1 - P^>^;i/-N-* b 

2- (4-^>^;i/t^r^7i^) -l-^^P^>^;i/-5 - (1-th* 
5 - r-fc^;!/- 2 - (4-^>^t^^>7i^) - 1 -^^D^.>^;i/^. 
2- (4-^>^Jfi/7x-^) -l-i/^o^>^;i/-N- (2-^* 

5 y - 2 - (4-^>^;i/t^i/7xz;i/) -l-i/i?D^>fM> 

$-T*>3-)\,TX J - 2- (4-^>y;W^>7xr;i/) -1-^^D^.> 
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2- (4 -^>^;i/^-^ri/7 3i^;i/) - l -i/^D^>^-;v- 5 -^^vx;!' 

2 - [4- (4-ter t - f^K^l/V)^*^) 7 ;U] - 1 -^D 
2- [4- (4 -pb;v^^f^^>^^^-^^>) :7^-;i/] -l-i/^D^>^- 
2- [4- (4-^DD^>^M^r^» 7j^] - l -$^n^>^;i>^ 
2- {4- [ ( 2 -*pp- 5 -^cc-;i/) p< h^S/] - 1 

1 -5x^n^.>^-;i/- 2 - [4- (4 - h U y))/*v*?-)i>^yi?)\,**ci/) 

1 -i/?U^>^Jls- 2 - [4- ( 4 hdr2/^.>^;i/3|-^ri/) 7iz^] 

l — >^ d^>^-;v- 2 - [4 - ( 4 -t: >; h*^) ? 

1 -^^D^.>^;i/- 2 - [4- (4 -^^;i/^>^;i/^-^r^) 7i^] -< 

1- i/^n^>f;i/-2- {4- [ (3, 5-^^f-;i/-4-fvtWJ 
[2- (4-^>^;i/t^ri/7iz^) - 1 -is? j ^ try 

2- [4- (2-^nn^>^;i/^-dr->) 7 - 1 -i/^ n^>^;i/^. 
>yj ^ 5 -±>)itf>M» 

2- [4- (3-^dd^>s;;^» - 1 p/^>^;i/^. 

409 



WO 01/47883 



PCT/JP00/09181 



2- (4 ^=-)V) - 3 -^^D^>^;^>\/'f 

2- [4- (sonyxjift—jiTKy) - 1 — >?p^>^;i/^ 

1- i/^n^>f;v-2- [4- (3, 5-y^DD7i^v^-jl/75 

2 -{ 4 - [ (4-i/DD7i^V) 7i-M-l- % >^ 
p^>^-;i/^>\7-f 5 -*;i/^>Bi N 

2 - {4 - [ (4-ter t -7*fil/7xr^) fiJl^—JlT 3. J ] 7 xn;i/} 

2- {4- [ (4-^>W^>7i-;i/) y ] 7 
- l -^^ D^.>^-;i/^>^-f ^ ^V— )\/- 5 

trans-4 - [2 - (4-^>^;Vt^r^7i-;v) - 5 -#;i/3j^>^ 
>^ * ^*y-ji/- 1 ->f ;v] i^p^itv- l ;w 

trans-l - [2 - (4-^>^W*i/7xrf) - 5 3r$^ 

2- (4-^>i?;^dri'7ir;i/) - 5 - ft;i>tf^>;< 1 - i/9 P ^ 

2- [ (4-S/^P^^^;i/7xn;v) ^j;i/^-;i/7^] -l-i/^P^.> 
M^W-i" 3. PV—jfi/- 5 -#;i/#>^s 

1 p^.>^;i/- 2 - [4- (3, 5-^^nn^>^;i/^+^» y 

l-i/pwof-fr- 2- [4- (3, 4 -^^PP^>i?;i/^-df-i/) y x = 

l p^.>^;v- 2 - [4- (:7:c-;i/ft;w^>f ;i/T3 y ) ^x-;i/] 

1 - i/i7D^>^-2- [4- (^7x-;M h3r^) 7x-;i/] ^>v^ 

1 -$/^ p^>^-;v- 2 - (4-7i^7 t ^^i/7x-;v) ^>yw$.#V 
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—71/- 5 -*;i/^>^s 

trans-1- [2- (4-'<>^mi'7irjl/) - 5 -ft fr-ft**/^ 

S*V— 71/- l -4-ter t -7*^71/2/^ n^+?-> N 

2- (4 -/O^l/sT*^?:^;!/) - 5 -#71/ #=*£/* h 3^>- 1 D 

^>^7W*>\/>r 7K 

2- (4-'<>^7?;7ir;i/) - 1 ->>^n^>^;i/^>v' r 'f 5 
71/- 5 -ft)l#>M. 

2- [4- (N-^>-t?>x;v^-;i/-N-^^;vT^ y ) 7i-ii/] - l - 

2- [4- (N-^O^^-N-^^l/T^ J ) 7i-)H -l-i/7D^> 
^-;i/^>vf>f ^ 71/- 5 

1- l/Zu^*i/)\s-2- (4-7i^JV7i-;i/) ^>\7V 5. )V- 
5 - ft)l>-#>M^ 

1 -is? U^*-i/)V- 2 - [4- (3, 5 -y^DP^>i;;m>» 

\-iy^7X2^i/)\y-2- [4- b^S/) 7:t— 71/] ^V\7V 

5^;-^- 5 -*;i/4?>»s 

1 -£/^ D^3r^;i/- 2 - [4- (3, 5-^-tert-7*f;K>y;W 
^>\/-f S*V-7l/-5 -*7l/#>Bk 

2- (4 -^>^7l/^-^^>7^^;i/) -1- (4 -^7l/S/# P^Jr^>71/) **. 
KW— 71/- 5 -5fj7btf>^s 

1 -S>^7 D^^r^7l/- 2 - {4 - [2 - ( 2 -±7^71/) hdp^] 7 a- -71/} 
^>\/>r ^ 71/- 5 -*;I/t|?>Kn 

1 U^3ci/)ls- 2 - [4- (1-^-7^71/) * h*-:^? x-7l/] 

1 -i/^D^sdri/71/- 2 - [4- (^^>^71/T^y) 7^—)V\ ^ > V ^ 

5 -*;i/^>^s 

2- [4- ( 2 - tT7 U;i/p< b3r$/) 7 31 —71/] - 1 - P^*S/7l/^ 

>vf^ 5-*7i/^>m> 
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2- (4 -soitjv***/? - i -i/pu^i/fr^yy* %trv— 
5 -•tDi#>m, 

* ji/- 5 -*;i/3j?>» N 
2- (4 -^>vT'f;M h^r^7^^;i/) - l -i/^ n^z-s/jwoVj * ^ 
5 

1 - ^n^sy^- 2 - [4- (3, 3-^7i-;i/rutM^^) 7 x 

2- [4- (3-^Dn-6-7i-M>W^^) - 1 - is 
?u^*r>>ji^>^j * *V—;i/- 5 

1 - ^>^ n^^ri/;i/- 2 - {4- [2- (7iy^5/).xh^ri/] y^-j^y 

1 -2^ D^\dp$/;i/- 2 - [4- ( 3 -7 ju-jvyu 7 ^ 

1 ->>^ D^^>;i/- 2 - [4- (5-7i^V^>fM^^» 7x^;i/] 

2- (2 -^>^;i/^-^r->- 5 -tf USMO - 1 -S/*D^3r$/;V<W>f ^ 

*V>-;u- 5 -#;t/tf 

1 —>^D-v^>;i/- 2 - {4 - [2 - (3, 4, 5-h'Jp< ^i/7j^) 

2- (4-^>W^>7xr;i) -1- (4, 4 -i?*3-)V*/#n^3ri/ 

\-ls>?u^*cis)V-2- {4- [2- ^h^-^] 7ir;H 

2- [4- (2-^>W^7i;^i/) 7 * — - 1 -S/^n^S/ 

2- [4- (3-^>W^^7x7Jri/) -l-^>^n^^^> 

l-$<t7n^5-i/)l- 2- [4- (2-tb*D^J/7iy^i/) 7x-;i/] ^ 
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l-ist7V^**s)\,-2- [4- (3-t i; 7 x^7l/] ^ 

>y>r ^ *V-;i/- 5 -*;i/?K>^ 

1 -^>^p^\^->;i/- 2 - [4- (2-* h^>7x73^>) 7i^;b] ^> 
y-f ^ PV—ju- 5 -*;i/#>Rx 

1 -$/^n^^^>;v- 2 - [4- (3-^ Y*i/7 3L;*is) 7i^;b] ^> 
v*-f ^ jry—ju- 5 -&7i>tf 

l ->>^D^^r^>;i/- 2 - [4- (2-7d^^7i;^» ^ 
>vM ^ *V-7i/- 5 

i -^>^P^^r^;i/- 2 - [4- (3-7*0*^^71^^^) 7x^71/] ^ 

l-i/7DA^i/;i/-2- {4- [2- ( 3 2 - 7*^-71/ ^dr->) 

7i7^>] 7 * W—JV- 5 

l->>7 0^>jl/-2- {4- [3- (3 -*^7l/- 2 -7*^-71/^-^^) 

7^7^->] 7x-;i/} ^>\tv 5 -*;i/*>m> 

1 P^3^>71/- 2 - [4- (2-^7^^1/^5/7 17^^) 7 x 
-71/J ^>7-f 71/- 5 -iJ)ltf>M. 

l-l/Z W\*cZ/)\/- 2- [4- ( 3 V^>^7l/^-^r>>7 x7^r->) 7 x 

'OV^ ^\/-7l/- 5 -#7l^>^ 
1 -^7D/\dp^7l/- 2 - {4 - [2 - (10, ll-^bKD-5H-^ 

W [b, f ] r-etry- 5 71O ^ h^^] 7 ^y^j trv—ju 

- 5 -#;i/Ji?>^ 

1->>7d^^V-2- {4- [2- (4 - h U 7JWP^f;V7xr:;i/) 
^>^7i/^-^->] 7x^71^} ^>y-f ^*V-7V- 5 -jj;vtf>Ms 

2 - {4 - [tfT. (4-7DD7i^) p< h3^>] 7x-7b} -1->7D 
^^r^7l/^>y-f ^ 7t>- 5 -*71/5jf>^ 

l-^7D^>>;V-2- {4 - [2 - (4-p< hdf.^7 1-^) ;nh 

7x^71/} ^>y-r ^ pv—))/- 5 -a;i'sK>K N 

1 -^7D/sdrS/7V- 2 - {4- [2- (2-p< h^J/7i-^) a: h*J/] 
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1- ^^D^^>;V-2- {4 - [2 - (3-^ ^h^S/] 

2- (4 -^>^;i/^-^^>7 3i-;i/) - l -i/^ D^7 , ^;i/^>^/'T ^ ^^7— 
l-i/^n^^i/;i/-2- [4- (2-7x^.f ;i/^^^7xy^» 7 - 
1 -i/^D^\^S/;i/- 2 - [4- ( 3 -7 7 ^;*ct/) 7i- 

1 - i/^D^^r^>;i/- 2 - [4- (2, 2 -j?7 

cis-l - [2 - (4-^>y;i/^>7i^) - 5 
■i X W—)V- l --r;v] -4-7;v^-d->^p^^-^>s 

! _^^ D ^dp^ ;1/ _ 2 - [4- (2-7iy^i/7iy+i/) 7 ^— ;b] ^ 

1 -*/^D^\^r^;P- 2 - [4- (3-7i;^i/7jy^i/) 7i-;v] ^ 

2- {4- [ (2R) -2 — t>i»),**i'*JW-J)/'r$.S-2-yx.—JU 

1 - ^D-^S^- 2 - {2 -^;i/^-D-4 - [2- (4-h';7;i/tP^ 

2- [4- (4-^>^;i/^-^^7^^^r>>) y X.—JV2 -l-ispv^t/ 

2 - {4 - [tr* (4-^fJl/7i-f) * 7 x: 

2- {4- [tT^ (4-7WD7i^V) * h=^3 7x.-)\/} -i-t/i? 
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1 -i/Vu^**/))/- 6 h=^>-2- [4- (3-7 ^-}\/7U7K**/) 

1 -^^n^s^r^;i/- 6-tKo^>-2-[4-( 3-7xr;i/7p#^» 

1- 5/^p/N^^;i/-6-^^-;i/-2- [4- (3-7i^7o^i') 7 

2- {4- [2- (2-^>^W^^7i=;i/) cxh*^] 7ir;H - 1 
-^n^^w^y^ 3. 7V- 5 -*;i/sJ*>Hx 

2- {4- [2- (3-^>W^7i^) ^h^>] 7 -1 

2- [4- (2-A^W^mi/7i;^» -i—>^ 
2- [4- (a-*;^*^^*^?^^) -i—>^ 

2- {4- [3-700-6 - (4 -^71/ "OiSMZ-is] 7*. 
-;v> - 1 -i/ 7 u^i/frH/Vj \ 5 -tDitfyM, 

2 - {4 - [3-7DD-6 - (4-* h^r->7oc^;i/) ^>$77l^^>] 7 

1 ->>7V^*>>;]/- 2 - {2-*?-)\s- 4 - [2- (4-h'j7MD^f 
j^i-ii') 7 ;w} ^>\7V * 5 

2- {4- [2- (4-tert-7f;V7ix;i/) -5-7Dn^>^M 
3^>] 7i^} - 1 P's^CWl/^W-r 3 71/- 5 -#;i/?F>^ 

2- {4- (3-^PD-6-7in;i/^>^;i/^-dr->) - 2-7WP7i 
-M - 1 -S^P^^v^W-f 71/- 5 -7b7i/tf 

2 - {4 - [3 -7Dn- 6 - (3, 5-^7nD7i^) ^>*J)l> 

7i^V} - 1 - i/*D'V*S/;i/"t>V) r -f 71/- 5 -;*J71/#>^ 

2- {4- [tf^ (4 -771/^-D7 ^-71/) b3^>3 - 2 -7MP7 in 

71/} - 1 —>^P's^>7l/^>\7V 3 71/- 5 -ii)]/^>Wt^ 

2- {4- (4-^>^W+i'7i7^^) - 2-7DD 7 -1- 
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2- {4- (4-*<>i?)l'**l-i'7 *S -2-h'j7^D^^7i 

- l —>^P's3rJ/;wo\/>f 5 -;&;1/#>H*n 

2- {4- [3-^7DD-6 - (2-Fij7Wn^;i'7ir;i/) 

2- {4- [ (2R) -2-7 , ^y-2-7^r:;Uaih#5/] :7^-;i,} -1 

2- [4- (2-tT7:c- y;i^=^>) ^ - l - ^ d^3^>;i^> 

y>f ^ *V-/I/- 5 >g*. 

2- [4- (3-^71^0;^^) 7 ^— ;H - l -s/^n^S/jwo 

2 - {4 - [ 2 - { (1-tert -7 h #^*;i/>K— 4 - 1:^ U 
-*h3^» 7x^^r>>] - 1 ->>^p^N^i/;i/^>\/-r ^ 

2- {4 - [3 - { (1-tert h *i/ ft 4 -fc^'j 

2 - {4- [3-7PD-6 - (3, 4, 5 - MM h 7 i 
ft***/"] 7i-M - 1 u^i/)V^>^J>( ' >$ry— 5 -ft)m> 

m, 

2- {4- [2- (2-t7i-'j;i/) ih+i/] 7 - 1 - ^ p ~. 

2- [4- (2 -tf7^- U;i/pt h3^>) 7 

1 -S^p^^l/- 2 - {4- [2- 1^>) 7x;^ 

1 -*/#n^**/)]/- 2 - {4- [3- (4-t:^'J$>;i/* h3^>) 7i^ 

2- {4- [ (2R) -2 -T-fe^;i/^^ y-2 - 7ir;n h^r^] 7 
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1 2 - {4- [3- (4 - 3 -^>7 L n;i/^-^^>) 

1- i/i?w^**/)\,-2- {4 - [3- ( 3 3 - 7 
y il;**/] 7ir;i/} ^vv^ 5 ^_ ;L/ _ 5 

2 - {4- C{ (2S) - l -^y-yji- 2 -trn y * h^>] ?x 

2- {4- [3-i/OP-6 - (4 ^yi?)\,**ci/] 
2 - {4- [3-7PD-6- C4~*<*?>X)V*—}V7 s<>*J)]/-* 

7i-M - l -S/^P^^w^y-f ^ 5 

2 - {4- [3-7DD-6- (2-^3i-;V) "Oyjl/tf^-S/] 7oi-;v} 

2- {4- [3-7PP-6- (3 -^DD7 jc— r7x 
- l -^^P's^$/;i/^>\;>f ^^;-;v-5-*;i/*>iS, 

2 - {4 - [3-?nn-6 - (3-KU W :7^-;i,} 
- 1 — >^ p^^$/;i/^>y-f 5 yy-;i/- 5 

2- {4- [3-7DP-6- (4-7;i/tD7ir;p) ^>^;i/^-df-i/] 7 
x— M - 1 p^3f$/;w*>\/-f s. ^y— 5 -5b;i/^>^ 

2- [4- (4-^>W^>7i7 + J/) - 3-7WD7iz;i/] -1 

2- [4- (2 -/D^- 5 PD^>S? 7i-M 



2- {4- [3-7P0-6 - (4-^PD7ix;i/) ^>^71/^-^r^] -2 

2-{4-[2-{(l -^-fe^71/-4 -t^U ^ h^^} 7i7 
2-{4-[3-{(l -T-fe^;v-4 -fcWJ ^ 7 xy ^>>] 
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l-*/?V^*i')l>- 2 - {4- [3- (2-7Pt-;m^» 7i;^] 

1 - ^>^n^.dri/;i/- 2 - {4- [3 - <3-^>;y;i/^ y^J^I 

2- (4 -"OS^M"*^- 2 h - 1 -$/^D^\^r^;i/^ 

>y-r 5 ))/- 5 -*;i/^>^s 
2 - [4 - ( 2 -7Dt- 5 h^>^>^7l/;fr3f >>) - 1 

2- [4- (*;i/^^^>^7^-;v^ h^->) -i-i/^D^ae^> 

2- {4- [2- (4~7dd 7 ^ - 5 b n^.>^;v^^^] 7 

2- {4- [ 3 -T-fe^I/T"^ y - 6 - (4-7DD7i-JV) 

>>] 7 - l - i/ &v frsov j s> V S J— ))/- 5 -*;v^>^ 

2- {4- [2- (4-*;i/^^^7 3i-;i/) -S-i'DD'O^^i/] 

7i-M - l -s^p^s/two*/* 5 -*;u^>^ s 

2-{4-[{(2S)-i -^>^;i'^-^r^*;i/^^;i'-2 -tfo u^^;i/} 

2- {2-^dp-4 - [2- (4 - b 'j 7^tD/f;V7 :n-;i/) 
^-^r^>] 7i^7l/} - 1 -S/^P'N^r^^^V^-r $.P S S— ft- 5 

! -5/^n/s^j/;v- 2 - {4- [3- b=^» 7xy*$/] 

7 so^Jj 5. VJ—ft- 5 -%ft-tf>M, 

2- {4- [2- (4 -7DD7i^) - 5 -771/^-P^>^;V^-^t^] 7 
- 1 - S/^p^S/^Woy-Y ^W—ft- 5 

2- {4- [3 --hftif^l/- 6 - (4-^nP7i^V) 

2 - {4- [3-#;W^-f;i/-6- (4-^DD7in;i/) ^>:^;i/;t^>] 
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1 - i/^D'N^^;i/-2- {4- [2- (SM^vHob-JW^-f 7 

7i=M ^>Vj $ W—)\>- 5 

1 —>7 o-n^t>>;1/- 2 - {4 - [2- (t^U S>7 5b;v^r:;i/^ Y**/) 7 
xy^rJ'] 7i-)I/} ^>!/-f ^ W-Jl- 5 -*;i/^>ils 

2- {4-[{(2S)-l -^VyXJl/fr-fr- 2 - tf D »J * h 
=^>] 7^^;i/} - 1 -^d^^p^^/V * 5 -*jutf>m<> 

2 - {4 - [ { (2S) - l - ^>y>f 2 -t:n US?=/V} p< h=^>] 7 

2 - {4 - [ 2 - (4-#;W^>f ;i/7:m;i/) - 5 - ^Dn^^^W^i/] 
y*-)i} - l -S/^d^^i^^v^ ^ yy—ju- 5 -*;pjJ?>Kx 

1 n^^V- 2 - {4- [3- (i^ fv/VAJW^-f 71/.* h3^>) 7 
i;^] y^—)v} ^o^^f 5 --tuvrtyMs 

l -j/7P^>;i'- 2 - {4 - [ 3 - (t:^.u ¥ J -jtuiTF-ji* b^>) y 
^y**s] 7ir^} /<w-f * 5 

1- i'^p^>;v-2- {4- [3- { ( l -*#>7;i/*^;i/-4-i^ 

1 - ^^n^WH 2 - {4 - [ {2 -**f-)\/- 5 - (4-^DD7i-;i/) 

2- {4- [3- (3-^DD^>i;;i/t^^) 7:n7^>] 7^— -1 



2- {4- [3- (4-^nD^>WJpj/) 7^7=^>] y - l 

{4- [3- (4 -7;u^-p^>^;i/^-^^) 7 i 
7=^>] 7x-;v} ^>\/-f 5 

1-^^^1,-2- {4- [{ (2S) -1- (4 hD7x-jl/) 
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1 -isZV^lris))/- 2 - {4- [ { ( 2 S) 

2- {4- [ { (2S) -1- (4-7tf;i/7U7ia) -2-KD'J 
h^ri/] -7 3L—JU} - 1 — >*D^3r:WI^>\/-f $ )V- 5 - 

2 - {4 - [ {5 - (4-^DD7i_;i/) -2-^^-4rW'JM 

2- {4- [tr* (3-7;i/tn7x-;i/) h3^>] 7j=M - l-S/* 
l->>7D^#i/;i/-2- {4- [2- (4 -7DP7x^;i/) - 3 - — h n 

1 D^^>;i/- 2 - {4- [3- (4-5^ h^t ppii7-;m^) 

+ {4- [3- (4-f'j7MD^^K>W 

1 — u^**/)i- 2 - {4- [3- { ( l -^;i/-4-t^ij^;i/) ^ 

2 - {4 - [3 - (4-tert-7*fM>yW^) 7x;^pi/] 7x 

2- {4- [3- (2-7PD^>s;;v^^i/) 7i^>>] -1 

1 - ^^7 O^N^r^;i/- 2 - {4- [3- (3-tfUi?;V) 7i^dr2/] 7x= 

2- {4- [3- (4-^nn7i-;i/) -1-: 



1 -^>^n-\^i/;v- 2 - {4 - [3 - (4-* h J r^>7x^;i/) 7i7Jpi/] 
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! _ */trx2^3cl/)\>- 2 - {4- [ {4- ( 4 # >x;i/*-;i,:7 

- 2 5 -*-rvnj;i,} * b**>] 7i-M ^W-f 5 

2 - {4 - [ {4 - (4-^DD7x^;i/) -2-^^l/-5-^-7V'JM 

2 - {4 - [1- (4-^nn^>^) -3-fcT^.y^;i';fr3^>] 

- l -^^D^^r^^^oy-i' $. 5 

1 -^P's^Wl/- 2 - {4- [3- { (2-^^-Jl-4-^T'JVJ]y) * 

1 - ^P'x*^- 2 - {4- [3- { (2, 4-^ ?-;]/- 5 -^TVV 
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2- {4- [ 3 -S>**\>1/*;wve^;1/- 6 - (3-tfUi77V) ^>S77V#3r 
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2- {4- [2- (4-^dd7i^) - 5 -sm^t^ 
*>] - l -s/^ n^^rJ/;i/^>y-f ^ )V- 5 ~ 

2- {4- [2- (4-^dd7i^) - 5 ^ yxjvfr-jvm 

>B8 
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2 - {4 - [2 - (4-7DD7iz;i/) -5-'fV7 , DK;V5!j;i/W;K 
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2- {4- [2- {4- (2 -pb;v^^->ac^-;i/) 

2- {4- [3-7DD-6 - (4-tFn^>^f;i/7xz;i/) 

2 - {4- [3-7DD-6 - (4-* ^>PJ]/Jr* 

2- {4- [2- (3 -*^^^7xr;v) -5-i?DD^>^m] 
•7^-)\,} - 1 -^^D^^^;i/^>^-f ^ )l>- 5-X)m>Ms 
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>^;i/^-^r->] -2-7MP7i-M - 1 -$/7 P^3r:>71/^>V*-f ^ *V 
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2- {4- [2- (4 -*?;ws^ -5 - (i?^ *-;i/:fr;w^>f 

71/) ^>^71/^-^r^] 7 :c^7l>} - 1 - 7 D > */-f ^ jrV—JU- 5 

2- {4- [5-7-^7-2- (4-^DD7iz;i/) ^ > $7 ;b 7 x. 

2- {4- [5- (4-^DP7i-Jb) - 2 -A h ^->^>^;V^7l/7 -f — 
71/] 7 x-;i/} - 1 -S/7D^^r^71/^>y-r ^^^-71/- 5 -*7l/^>^ % 
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2- {4- [CX (4-M#^>7xr;k) h=^>] -2-7WD7i 
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2- {4- [2- (4-7007ir;i/) -5- {i/p P'x*^!/* ^-7l/#7l/ 
7^^ 71/) 'Oi^M"*^] - 2 -771/^" P 7x^^71/} - 1 - P^df>>7l/^ 
>W ^y-7t/- 5 -#7l/tf >^ il^its 

2- {4- [2- (4-7DD7i^;i/) -5 - (4-tr'JS?;i/**-7l/*7Wt 
^E-fJV) ^>$77l/^-^r^>] -2-7;t/tn7x-M - 1 P ^ =5r 71/ 

W ^\/-71/- 5 -#7l/tf?>^ 3jS^i& N 

2- {4- [2- (4-7PB7x-;i/) -5- (N-^>S771/-N-^5^7l/ 
#71/7^ -T 71/) ^>£>7l/;t^>] - 2 -77I/^P7^n7W} -l-i/^P^=^5/ 
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